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igM&PM L-CJfr/hf£jg£3H£j§-f- £ - t dm&Zfotc (Kaushansky K. et. al., Nature, 
369,568-571, 1994 : ^jttD. TPO ft-t-CKLJhfr&ft&M k UTtt#W*#fTfc 
nx*5 9, t bT'©tfflttiStttM^noofcSo TPO 5 

PEG-tHuMGDF (TPO © N ^S^ b 163 # g <DT % J M&7$ V ^ V = ' A'T? 

#ft&&*Lfcfc<0) <Dtt*f*|fttC*5V^. ^ft^flttSfflSR&Jh/fc: (Li J. et. al., Blood, 98, 
3241-3248, 2001 : $¥Sfcf?XW< 2 „ RXf Basser R. L. et. al., Blodd, 99, 2599-2602, 2002 : 0 

^ K14 c-Mpl V # V K©&H8#i»it> btitv^. 



_hiB£>£ 5 fc^* i 11-152276 * (4$fr3t*fe 1 ) {JilBife^^vy 

i?TH t° ylf*. SBS^Bfl WO 99/11262 # (^fr^tS* 2 ) \Z.&M<DT ^/V tK7^ 
>Sf2|f#\ WO 00/35446 (#fF^C« 3 ) WStoWT*/-)-? 9 UJ^U»flc, 

BK^H WO 98/09967 ^ (#fFI«4) fc|Btt©tf n tajfr/w^— /MBi?f#, #§3¥ 
10-212289 # (#rFZ« 5 ) iCfBifctf? t°cn7xt^y #M 2000-44562 

BBR^M WO 01/07423 * (Wftvfcfiit 7 ) TIE— (VI I) "C^S 




(VII) 
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Sfc, mm^ffl WO 01/53267 # (#1^5:^8) Kite. TiB-^ (VIII) 

X— Y— Z-W 1 (VI I I) 

TJ/— /Hb^r±s #fF 3199451 (#fF« 9 ) fca ViSX h ^--^RXfitf* h V 
^S^-ffcftftt^'J^UTs feSV^tt Chemical and Pharmaceutical Bulletin, 25, 9, 
2292-2299,1977 (^#ffc£i8U ) frft&m^&G-tZ4k&Vl>klsXWft&%>2>&, 

Rrtl^^T 0 ^ Ktt c-Mpi y # v KoHi»*s-SDa*ix*rvNS 0 

[WffcSORl] 11-152276 

[#rP5r^ 2 ] S^MM 99/11262 -f-^^ U y h 

MWfcfcltt 3 ] BR^HIR 00/35446 ^is? U-y h 

lffl?JCfc4 ] mm^mm 98/09967 Wyf 

5 ] i&m^ 10-212289 

6] #M 2000-44562 4^8 
imnXfik 7 ] BBK&MfB 01/07423 f/-5y7 U y b 
WfFXtt 8 ] Bflg&Htt 01/53267 f^V7 1/ 5/ h 
[ SfclftJcm 9 ] #ff=m 3 1 9945 1 
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[$¥¥?W?Xmi] *4<f"r— (Nature), 1994^, 0369#, p.568-571 
[0^WfX^2] -fJyY (Blood), 2001 ^, S& 98 p.3241-3248 
m<$mi!M3>\ -fy^Y (Blood), 2002 jg99^, p.2599-2602 
[#4Mfc£lBt4] ^ ; */V • 7 > F • 7 r V^-r ^ • ^ (Chemical 
and Pharmaceutical Bulletin) , 1977 MS 25 $9^ p.2292-2299 

gpib, 2MPJ!i-J:*U3\ £(T<£> (1) ~ (17) tm@i&ti%o 

( i ) ( i ) tvT^ns 2-7W ^ y ^Ty—j\smmfcxte : t<DWM^&)\z.f?& 



o 

^xn^ ({&U R 1 TVl^/K -CO--iMTA-3vK -COO-i&^TVl^K -OH, 

aST!B5£ (ID -?7F£tiZ>MX~hZ>b% ;i»T^/K -CO-«T/V:3fvK -COO- 
{MT/^/K -OH, -0-«TA-3r/K -OCO-»T^^/^t>VNny^b^5H 

^A-£rl&< 0 )o 

r 1 : ^n^a^^tb-cv^xtj j;v>ry wKm¥^§©i^pgto 




(i) 
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R 2 : 5fc (I I K ^ (I I I) XttSS (IV) -C^^^^^o 



(CR 22 R^)m N 25 ^N 





(I I) 



(III) 



(IV) 



n : 1~3 <Z>S^„ 
m : 1~3 (D^^:„ 

nXfim#2g±©itT^5i^ CR 20 R 21 RXf CR^R 23 te^tb^fcJIft « 
XrO, S, N-R 26 , C(-R 27 )-R 28 T^£tl3S 0 
£ 1> — o 14 C-R 29 SrSVf- o ) o 

R 2( \ R 2 \ R 22 , R 23 , R 2< \ R 2 \ R 28 > R 29 : R— Xtt*fto-C, -H ; -OH ; -CMS»T/V 

nx^^XhX^M&mTJ^V^^ ; -COOH ; -COO-feWcr >\>* ; -CQQ-I&WC7 frf 
—?V ; -CO(M&>ft7Vl"¥ U>-T ]) — >U ; -COCM68fc7Vl"¥ l^^-^#^-^-7" ; 
ffy, -OH^ -0^iRr;v^XH:-0-7!J — ^^**x^;Wtife£;frTV*Tfc.J;vM£» 

$nrvN-c i bJ:v^/w<^/i^b< ttT?^ ; -nhco-IMtvi^/v ; xtt^v. 

R 2 \ R 25 : IrI— Xte^&oT, -H, ©&£ft-C^T% i^«7^^;K *tk£*l/r 

\^x% oTMA', xteg^fr-cv^-c^ iv^f^TPf,]] 

fc*5, 5fc (I) T^£*U5^W-*5tf6 Ar 1 £ LT, Ax 1 * b < «U -t*L 



WO 03/062233 PCT/JP03/00270 

6 

b< tt N 2 fiR^ 6 tiLftmW.m-e&V) N 3 fe^-EL -F, -CI Xtt-Br 

~C 6 £ ^TV^ -5"t° y 

^ -"C% TR Y J bit., -OH, -O-ffi^TA-^K loX(4 2ocD»7;^;vef t 
ZtlX^^Xh J^TS: A -C0 2 B\ -ccMS^ta-^k ioxii2oo||®7M;v 

m^^m, ^xj^^vi^iy^hfj:^x^m^th^i<>^±<Dmxmm^nx^x 

£fc, 5£ (I) X?ik£tiZ>4b&!yofc&tfZ>~R} t b-C, £?l£L<«, -^ave^M^ 

5£ (I) T^^tL^^b^^fe^SR 2 ^ tt, #£L<tt, *t (I I) -e^ 
; $ blc£fl£b<te, 5£ (I I) T?^£frL5*<D?ib, n^2tfe!), 
m # 2 -efe <0 % X 3* N-R 26 X« C(-R 27 )-R 28 £jh,*S"T?*> 5 ; L < 14, 4-(f 

«^y e^-i-r yv)t°^y ^>--w/k 4-^°n tvvi^y v^-l-tVK 4-->^ p^3^>7V 
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&£vv) t?fct> ;R 2 * S (i) IB^ro^; (II) T^£*b5XT&9, n& 2 

m # 2 Tfc •) > X ^. N -R 26 X« C(-R 27 )-R 28 T^£*b£gT& 5 ; Ar 1 #**L«1«ifc£ 

(3) jk/h^^f&^J-efcS (1) 31 ft (2) SB«©gas*&#4&. 

(4) c-Mpi y^f^K-efos (i) xn (2) sB*t<&gas*ij5fc4fti„ 

(5) ^ (v) ^m£th%2-Yi/*T$;^T>r-/i>mmfcxitt<oMm¥mzw?ig 




Ar 1 : (1) mm.<D Ax 1 X«7jk£ft%m 0 <&U -T^K— /V-2->C^Sr^<«, 
R 3 : (1) IBtt^R^^^tbSSo 

R 4 : (1) f2«^R 2 -T?^$n?»So <&U S (IV) T^£*b5K&l&< 0 ] 

fc*5 s 5£ (V) T^£nS4b-£#rt-*5tf 5 Ar 2 £ Lt, Ar 2 <D*X*&$- b < tt, -£*b 

*>*) ; 

^<D*T#fC0£ b< tt, 2 ffiRt* 6 <S^tSlfe"C& 5 . 3 ffi^S-H, -F, -CI Xtt-Br 
£ tbt *5 <9 % 5 &a*-F> -CI 3Z.te-Br Tftgl $ ^bT *5 ?> , 4 $ *bT V ^ 7 * 

^£>4 ] T*'b&£b< tt, -0-R\ -NH-R\ gm^tbTVNT^iVNt^y 

5. tfltife £ *vr v nt % <t vn ^ v- w £> * <t 5 »ft & n 5 £t 4 
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-1-4 JisWWWk & *iT v vr J: v > fcV*9 S^-l-f fe ft 5 £ «9 * *i 5 6 
£fc, 5£ (V) ^$tL^»I^R 3 itt, 0^U<«, -t^ttHife* 

$H5S-efc9 ; £ b b < te, S (I I) -C^^tlSS^^s n ^ 2 19 , 
m # 2 T?& 9 J ^N-R M Xtt C(-R 27 )-R 28 T^^HSSffc "9 ; W!l»4t< tt, 4-(fc° 

(6) At 2 dS-ttb-^tl/lliftStl/TVT'b iV^a^/VXJiJMI^ftft^oan?** 
(5) |B*ft<7Xb£-qfeo 

(7) R 3 ^^i^ / ^«m^i^TV^T^iv^7^=/^X«^-^•efe^9^ R 4 ^ (1) 
IB*fe0>5*; (II) t'/T^WSt'fe!), Ar 2 &*tl?tim&:£]nX^Xb&^-7~~ 
/KJUitTJJ i^/V-efea (6) l2«c^^%o 

( 8 ) n # 2 T?fc m # 2 Trfe 19 N X *S N-R 26 3U:fc C(-R 27 )-R 28 -^SftSS*?*)* 
(7) |B*fecD{b^ 0 

(9) R 3 ^1^7bm3^(D^u^^^tl^tlMW:^tlt^y^^^Xi-i^r^^l- 

^J:vn) -efcs (8) fBgWbim 

(10) R 4 # 4-(t°-<i) ^^-l-^yV)t°^y 4-^^ fyvf^y S^-l-OK 
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( 1 1 ) Ar 2 1)K 2 tfLRXf 6 <9 , 3 ft^-H, -F, -CI Xfc-Bi XM^tl 

5Vn#, 2^tMte^4s*^fe!9, 5{4^-F, -ClX«-Br-eam^tLT*5i9, 6{t 
tm&ZtlX^ZK'V v^-3-^/V ; T'fcS (1 0) |E«^b^ 0 

(i 2) Ar 2 ^^ -o-r\ -nhr\ g&£;ft-cv^ t £v>tv<i) 

-o-r\ -nhr\ w&zinx^x-b ii^if^v &is-i-<{ 
wmm & fix v ^x t i v n v-i--r ^ b * 5i¥ «t I? a& $ s-e 6 
$tu-rv>5t°y i^^-3--r/v ; (11) laftc-fb'^*. 

(13) (5) (12) ©v^jh,jWc|B*&©te^©5*>* ft^iXM^ 

N-[4-(4-i> onft7xy-2--f/V)-5-(4-^^ P^^i/^fc^y^-l-^/i^T^A-A' 
-2-</U]-3-7A'd-n-4-t h'n^^yXT? h\ 

3-^ ct o-N-[4-(4-^ a n ft7x >-2-4 A)-5-(4-v n ^3^;VfcV<^ v^-l-f A-)^ 
T>/— /V-2--T/V]-4-(2-t Kcu^S/m bdf^yX7 5; h\ 

N-[4-(4-^ p p ^7 1 V-2-^ /V)-5-(4-7 s n fcW ]) V—JV-2-^ J^-2-^ 

N-[4-(4-^ a jV)-5-(4-i/? V^^r^sU^^^it^-l-J Sl")^T^— JV 

3-^ a p-N-[4-(4-^ a n^-^-^^>'.2-f'7l')-5-(4-^ B P tW^7^V-l-^;V)f 7^/- 

5-^ C3 p-N-[4-(4-^ nnWiy-^^^^ P^drvvUfX? s^j/'-W ;V)f- 
7/-;V-2^^)-6-(3-t Ko^^P^^af^T^ h\ 

5.^ n p-N-[4-(4-^ paft7iV-M;i')-5-(4-i'^ n^^^tXy^y.i^^f 
T fr-2-4 A]-6-[(3- 1 K p 3r P fcVk)T $y]=nfy7 5; h\ 
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l-(3_^ pp-5-{[4-(4-^ oo^t7xy-2-^/l/>5-(4-^^ P^^^;l/^7 S^-W 

l-(3-? n n-5-{[4-(4-^ o p ^-2--f ;V)-5-(4-7°ti /vyf-T 
jvpj)v^y{ /v}-2- 1° y ^/v-) y ^ ^.4-^7 /vaj? >>m, 

N-[4-(4-^ p P ^^"7 m ^-2-^ /W>5-(4-'>^ a vvv fcv<=; ?Vy?Tl/—)V 

l-(2-^ p p-4-{[4-(4-^ Dnft7iy-2-^/i/)-5-(4-i/^ P^^f/Vt^^ i^-W 

l-(2-7 p a-4-{[4-(4-^ p p ^-^-^31 >--2-^/i^)-5-(4-->^ n^^^^^y-W 

l-(2-7 p p -4-{[4-(4-^ p p m >-2-4 ;V)-5-(4-7°n fcVH=°^ S^-W fr)^T 

5-7 p a_N-[4-(4-^ PPft7xy-2^;i/).5-(4-^^ n^df-i/;i,^7^y.i^yi/)f 

T>^— A'-2-f/i']-6-(4-fc Kn^f;i/k^!Ji;;)-afy7? K> 

l-(3-^ p p-5-{[5-(4-^^ P-^=¥iX/Vt 0 -<^^^-l--('/l')-4-(4-7^^-P 7ai^/V-)^T 

/l--2-4^]7J/^y<^r4^}-2-h°V ^V-)t°^y i^^-4-^yV^^, 
1.(3-^ P u-5-{[5-(4-^7 P ^^^/VtVy ^y-l.^ ;l,)4.(3. j> VJ 7/l/tP^f/l/7x 

5.^7 p n-N-[4-(4-^ P P f t7 x /V)-5-(4-^^ P-^df- ^;l/tX7 

7'/-/V-H/V]-6-{4-[(2-^ f ^f-^xf ;v)^?/w^/f tV y V7 ^ )>\ 

5.7 p p-N-[4-(4-^ PPft7x>'-M;i')-5-(4-v'^ P^^v-yl/tXy^y-i.^^f- 
7/-/KH;V]-6-{4-[{3-^ h ^r^P tV^/W^xf/^t^y eV} — =i=f>T 5 

5-^ p t3-N-[4-(4-^ P P f ^7 x ^)-5-(4-^^ P~^>A-fc 0 ^ 

7y-/>-2-^;l']-6-[4-( ; t/V*!) / */v^)tX])i;/]=afy7? K^bJ&S-fb 

^Ptfe 9 , r^^yj ^ 

N-[4-(4-^ PPf^7xy-2-^ /v)-5-(4-i/^ p~^ v^fc 0 ^ ^>-l~iVV)^T /V 
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-2-^/K|-2-^ h^WV-3fy7^ K. 

3.^ p n-N-[4-(4-^ anft7xy-H^)-5-(4-v'^ P^* vvyfc^y ^V-l-^^V)^- 
7y-;v-2->f;i']4-(2^ h=Sr->x b^^yX7 5 K; 

N-[4-(4-^ p p yW)-5-(4-->-^ n^df'>/l/^7 S^-WAO^T ^ A 
-2-f^]=¥y y K, 

p p .n-[4-(5-^ n p s. V-2-^ yV)-5-(4-v'^ n ^^i/TUfcV^ i^-l-^ A)^- 

T>^— ^-2-Y /W]-4-(2-t KndfS/3i h^^yXj?; h\ 

3-^ n ct-N-[4-(4-^ P u f-i"7i /U)-5-(4-is? o^^;Hf^7 v^-W/y)^- 

7^ ^-2-^yV]-5-7yP^-n-4-(2-t Kn^>ifdr>>)^yX7$ h\ 

3-^ p n-N-[4-(4-^ DBf^7iy-H;V)-5-{4-V^ o^dp-Sz/Hf-^^^^-l-f /V')^- 

^-2-^^]-4-(3-t Kn#i/7 1 n^^VX7? 1>\ 
3,5- v?^ p p_N.[4_(4.^ pnft7iy-H^)-5-(4-i/^ P^^/Vf^^^^-W 
/V)^T /V-2--Y ^]-4-(2- 1 KP^r h *c ity< VX7 5 b\ 

3-7*o ^--N-[4-(4- ^PPft7x V-2--Y A-)-5-(4- 5/ 9 P ^ df- iy;y fc°^ 7 5? >--l yy)=f- 
T 2/ yV]-4-(2- fc Kb* h * S/)^ yX7 5: h\ 

N-[4-(4-^ n n ft7x V-2-^ ;V)-5-(4-^ P ^^iz/y t°^7 5? W 3/— A 

.2-xC/^].2-^-*y.2,3-^t Kn^yy^dr-^y*— /V-6-^/Hj?*^§ K\ 

3-^ p p-N-[4-(4-^ P p ^^-7oi^-2-^'/l')-5-(4-^^ P ^*^W ^^7 ^y-1-^ 

T y*— A--2--f A-]-4- 1 ^y/7 $ K, 

(+-)-5-^ p p-N-[4-(4-^ p P5=-^-^^y-2-^yv)-5-(4-:y^ P^^Syry fc 0 ^ ^y-l--f 
;V)^tV— /v--2-Y/V]-6-(3-t KB^yt^p y J?y-i-f;i/)=3fy7 5 h\ 
5-^ p p -N-[4-(4-^ p p ^^"7 31 jvys-iA-'st p *>W fcX^ i>^-l--Y 

7/- ^-2-^yV-]-6-(4-t Kp^>fc°^y J?;)^3fy75 h\ 

5-;7 p p_N-[4-(4-^ paft7iy-2-^ /y)-5-(4-:/P t°/Vt°^y ^y-W/l/)f7^ 
/y]-6-[(2- 1 Kp* iy^c^-yy)T 5 y ]~ =» 3: h\ 

5.^7 p p.N-[4-(4-^ P xi*5-%-7 ;V)-5-{4-7u K'^y y.i^/^fj/- 

yy.2-^/y]-6-(4-t Kadfytvyi;7)r:3^y7? K, 
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5- y D p-N-[4-(4-y n nft7x v_2-^^)-5-(4-v^^ P^d|fS'7J'fcV<5 v^-W 

6- (4-# /W^>f /!✓ t°-< y y )-5- y p p -N-[4-(4- ^DDft7i ^-2--Y A)-5-(4- y 

(±)-5-y n p-N-[4-(4-y n nf ^7xy-2-^/l/)-5-(4-^^ n^^l/jV^^ 
)Vy3-T"J— /V-2-^/V]-6-[(2,3-i>t Ku ^>:7°a £»X 5: y ]~n^x 5 b\ 
(±)-5-y B p _N-[4-(4-^ ci n *?jr7 ex. ^-2-^ yV)-5-(4--yy n^^->>yVt°^ 
/V)^T^— ^-2-^/V]-6-[(-7" h 7 t Kn-3-7 V >V)* |> df iyj^n^VT 5 h\ 
6-(4-#/w^^ yi^ y >>y )-5-y n p -N-[4-(4-y a p ^ >--2--Y ^)-5-(4-y»n 

3_y p a-N-[4-(4-y p p f 1 7 x >-2-^ ;W)-5-(4-^ ^ u^^ci/jUt 0 ^? v=V-W jvyf- 
T A-]-4-(4_ t Kodfy fc°-< y s> y yX7 5; h\ 

l-(2-^n^--4-{[4-(4-y cc5 1 t7xy.2-^;l/)-5-(4-i>'^ n^driyyPfcV^ ^^.j.^ 
^fT/^-W )V\tuVs^4 7 x. y ^^-4-^7^/}? 

1.(2-^ a ^-4-{[4-(4- yap 7 ^ V-2--T /V)-5-(4- y^P^^ ^/i, t°^< 7 
jV)f-T V°— )V\ji)V/^4 jV) 7 x. y ^^-4-^7/l^/H^r^ 5: K N 

l-(4-{[4-(4- y n p 7 ^ v-2-Y A)-5-(4- y^P^^f ^X/P fc^ 7 5? >--l-^f /W)9=- T 

^^-^^^/w^^^.^e-^^/v^-cj 7^=^)t°^y ^^-4-^7/i^^^m> 

3-y n p-N-[4-(4-y npft?!^;!/)^-^^ t3^^;X/Vt°-^7 S^-W A-)5=- 
T y°— ^-2-T ;k]-4-(4-i/7 y ]) l?S >X7 5 h\ 

l-(4-{[4-(4-y n o ft7x ^-2-Y /V)-5-(4-ixy a^^^A- t"-<^ S^-l—f A)^T 

?v\7ojv^4 ^-ifi-V'y jvim 7^^/u-)t°^y e?^-4-#,^>-y-5: h\ 

3-y p p-N-[4-(4-y d n 9^:7^ ^-2-r/V)-5-(4-y D n tVUt°^<^ i?yiy;v)f7/- 
^-2-^ /V]-4-(4- 1 KP^E-y tv< y <y y )^yX7 5: K, 

l_(2-y p p -4-{[4-(4-y n a 9^:7 31 ^)-5-(4-v-y n ^ ^yvv 7 S?^-i-^f 

/V)f7y'-/K2-^ jv) 7 =.)V) y v?>"-4-^yU^>f- ^ K> 

l-(2-y v p-4-{[4-(4-y n p ^^-7 ^ /U)-5-(4--? °ci tV^t"^^ v'V-l-^' /1^)^T 
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3_y p p-N-[4-(4-^ O P ^^-7oi^-2-Y^)-5-(4-->^ P^vyHf-^? v^-l-fA-)^ 

7/'-^-2-^^]-4-(4-v'7y y v?;)-5-7^tn^yX7 5 H\ 

l-(2-y p p-4-{[4-(4-^ n P^^"^3i^-2-^^)-5-(4-->^ o ^^iX/Ut: 0 ^^ 

1.(3-^ P p-5-{[4-(3-^ P P 7 3L~/l^)-5-(4-iy^ P ->VV t°^< 7 v^-W fV)^T 

5_y p p-N-[4-(4-^ nnft7iy-M;>)-5-(4-^^ P--vdf V/Vt^y i^-WA^ 

/U-2-^C /H-6-(5-^-^y-l,4-v ? Tif^^>'-l-^^)— ^f-^T % h\ 
[l-(3-y P P-5-{[4-(4-^ PDft7xy-M /V)-5.(4.y^ n^^^V^y^^-l-^ 

5-^ p p-N-[4-(4-^ W?-*-? ^.Is-l-j ;V)-5-(4-*/? P^^V/Vt°^7^^-l-^^)^- 

5-y P p-N-[4-(4-^ DOftyiy.W;^^^ u^^iy/V^^y ^>--i-4 ?vyf- 

t ^]-6-{4-[(y $ y )# =/yj t°-^ yv?;}=3fy7^ h\ 
[4-(3-y p p_5-{[4-(4-^ p p^^-y ^x-2-^/v)-5-(4-ixy p^^y/vt°^7yy-i-^ 

6.[4-(T±^jUT 5: J ) fc"^ ]-5- y P P -N-[4-(4-y p n ^^-7 ^ y-2--f A>)-5-(4-iX 

y P^driy/H: 0 ^<7 ^y-l^^fT^-W^^nfyr 5; h\ 
3-y P p-N-[4-(4-y P P =?-%-7 ^l/-2-<i >V)-5-{A-*y$ p^=3f ^jVt'^y 

[4-(2-y n n-4-{[4-(4-y p p =?-3r7 i/-2-^^)-5-(4-ixy P^arS//Vt°-<7 S^-W 

3-y p p-N-[4-(4-y p p^^-y ^^-^/^-s^-ixy P^^>Afc°^7 v ? V-l-.y/^)5 : - 
7' y*— ^-2-^/V]-5-r77V^-P-4-(4-^^y 7 * /f ;V^7 i^^-M ;^^X7 5 K, 
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a tn-N-[4-(4-^ cz a ^^"7^ >--2-^/^)-5-(4-v^^ P^^/Vf^ ^V-W 
5.^ n ci.N-[4r(4-^ a n ft7xy-2-^ A-)-5-(4-^ n^^S^fcV^? v^-l-lVl^ 

(14) (5) 7bm (13) (DV^^^-l5^0^#l«r^^t-r5E^^, 

(15) jfc/J4£it##JX-fc3 (14) fB4ftOBSaSIMMto. 

(16) jfiL/J^«^f&««!j-T?*)5 (14) IBtitOEUgferittt. 

(17) c-Mpl y^f^Kt?*>5 (14) |Ett®Eg&lljA4fa. 

*&Wi\&m<Dmm&±.<Dmm?., t h c-mpl-Ba/F3 iM«mH£, fc h CD34 + £|Hil£ 
<Z5 B»«^©^iE3iflHft, RTfi-r V *m P S-£W*H::J3 5 &&&& P JSttSr^ U 

5fc (I) Xte5£ (V) T^SftSte^UloVvC* $ bte»i1-3£&tf>a 

So 

Ji^/K tVK ^y7*n^K ^9vW -YV^^K sec-^/K tert-^/K ^ 
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y-7^ ifyfX T'ot'Uf^ ^fPrX ^yfyf^ ^3->y ^as^ 

XD^f-uis^ xfvy, MJ^fwy, ^^vVje^-i^ 7"h^^^U^, 5?*^ 

^d^O-^/k v^n-^F-f/K fP&tfrP'f-A'* is? vzf?-— /K p^drir^ 
rrU— /vj C 6 _i4 <Wat7I>M 3 ^(D^Wat^ScBfcU gP^lXttt^r^K 

r^fi^fniJ fctt, SHfc, SEStSrgfrA/evvCfc J: V<> 5~6 A3*3Sf* 

ry v /k 7 s - h 7 y* y t° y s^k -^-/k t° y ^ ^=vk t°y 
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Try?- V *J V V -A\ » J V =vK -oxv 5: #9 ]) 

;K *f 5^3/ y vvK ^y/7 7^K ^^y^lJ-y y/K y^f- 
yy/K ^>/fi=:;K ^y/f7/D;K W/Pt°!J^K o. tfU ^ 

;k -r y k y -/k y-f ^ k y =vk 1,2- v?t Kp^yy =vk 1,2,3,4-^ f^f 

p^/ y=/K 3,4- "^b: Kn-2H-l,4-^>-y;^1^-/K 1,4- v?b K n-2H-3,l-^<:xy 

r»fpf7;^;vj if*, _LfE r{£^T/v=^w ^_bJE r^#^^p^j 

y^/K fryy/^f/K ^f-y y^y -f 5 yv y^y 

ht r-t? ^=/k t°ny ^ yv y ~/k ^ ^ yv y s?~/k y y 

;K i^^yy^/K fc^yv^K Tift'^^K fcV<9$*=/K Jfc^frf^S^/K 

y ^^/v* y v k y y ^ K y = jv^-^m\-f bnz> 0 

R 1 Id&ttS ^^i^^tbm^$nTV^T 1 b<tV^Ty-^Xtt^^ : #^^a^j, 
R 2 \.R 21 s R 2 \ R 23 , R 26 > R 2 \ R 28 > R 29 Kl&tt3 rfMfe£;h/rVvCt> «fcV>^y uTfr 
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£ fix v >T & J; v n rfim £ ftt v ^ t> J: v p WT;v 

UTIi, £IT£> (a) 7bm (h) WbHSo 
X\ TR z j -OH, -O-MT/V^vK loXI4 2o«7^;K'It^t 

(a) AO^y ; 

(b) -oh, -o-r z , -o-ry-/K -oco-r 2 , Jr*y (=0) ; 

(c) -SH, -S-R z , -S-ry— -SO-R 2 , -SO-7U-;K -S0 2 -R 2 , -S0 2 -T y — 

(d) io;m2o<^R 2 T-sm£n-r^-c i bJ:^T$ ; s -nhco-r 2 , -nhco-t y — 

-NHC0 2 -R\ -NHCONH 2 , -NHS0 2 -R\ -NHS0 2 -T V — -NHSO z NH 2 , 
= hn ; 

(e) -CHO, -CO-R\ -C0 2 H> -C0 2 -R z , 1 oXfi 2 R z XM&ZtlX^^Xi) efcV^ 

(f) -OH, -O-MTA'^K l03^f4 2 0^^r^=^/VT?«^^tLTV^-C^ J:v> 

r $ j p ^f^Rxf r 2 ^ b * -SilJ; <9 iliR £ ^ 5 i o^k±(Dmx^fi^fiW 

^ti/O^T&il^Ty—A^lX (^>^p7/1'^ ; 

(g) -OH, -0-{6ife7Vl"*/K lo3^:f4 2O(DjS;0T/^= 3 f/VT'«m^tLTV^-C%iV> 

t 5 / p ^ is&xt r z ^ b ft 5 9 £ ti z> i o RJho* 
m^ivTV^T^J;V^«^P^L< fi#^«^P^ ; 

(h) _bfB (a) Tbm (g) ^^fL^fimSJ: «93t£R£n<5 lo£t±oStf^^ 

R 20 , R 2l s R 22 , R 2 \ R 26 , R 2 \ R 28 . R 29 lZtetf Z> mWkZ tlX^X iV^^T^ 
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*i<5«&^ l^tt, ±IB (a) 7bm (g) ^£^3£^fbHSo 

-A-B-C-D-E (VI) 

-a- : #Jfr6\ xriflKftSfri/twcfc iVNjittr s v^-f/v (jib, ^D§C^-eem 

-B- : Mr8\ -O-, -KH-, -N(-R z )-, -NHCO-, -CO-, -CONH-, X»-CON(-R z K 
-C- : l|i|6^;Xr*^o^VXtM)H-35»fe**»J;D 1 W-h©3ET?*n^ 

-D- : -NHCCK -NHS0 2 -. -CO-. XJi-S0 2 - o 

-E : -H;^a^; -OH ; -0-R z ; -O-CO-R 2 ; 1 Uft2o(DR z "C«ft * lit 

<§.u (vi) -e^Sftaatfc ur, -ch 2 - (^SJ^^cgi), -ch= (^ 
at 1 as-ttbWiKfe^H-cv^Tt) iv^y-/^b< tt^fi^ni-cfesf 

$6>»Z1, -A-^t^-B-^^^-Cfo 9 , -C-^^^U<^n^^t^-OH 

< » bf^ v yt-fc 9 „ -D-#-co--cfc 2>S ; -A-Xt^B-*s**S-&T?«> <9 , -c-#liUfrfr* 
U< tt^o^^Xt^OH ^6>J&5»J: 951iR£ft5 1 ^Jt^T^ft^ftttg^ftT 
^Tt>£v^^>^<»*^^"?&^ -D-^-S0 2 --efc <9 s -E^lo^Uli 
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20© r z xw&ztix^xh x^t y xhzm ; -A-&xf-B-tf^m&xfoy , -c- 

M^nX^^Xt J:V^^-l/^L< ttt^I/>-T'fc!9, -D-W^Tfe 9 , -E ^ 

n^m^m^tix^f^mm^m^Tn^tm^^x\y^n 

u:smL-ci^s&^-r„ ^ift^fiM*:^ t^i^^ t-^yv^ 
/v* y >\ yy^y^yKyy, i,4--^^-th-8-Tif ^ t°n[4 } 5]^ 

l_^-drf-.8-Tif ^ tf n [4,5]^# >\ 1-^-^^-8-Tif ^ t° [4,5] ? ^fiJ 2 IBEX 

^tim&ZfoX^^X-b^TV—;^ v/^B7/^/K ^#^7"n^U<«^ 
^^oiij ^^TfF^nSffi&Xt VXlt, ±IB (a) J5I (h) 

Xt^±IB (a) (g) \£^£tlZ>&XU®:&ft>X^Xh£^temTsl'*ry 

-m& (i) xi± (v) -e^^tb-5^pj^b^(-«s ffm^^>a^^j:o-ctt, 
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!?^^2-bry K^MosseAttfr^^Wfe^a. ?^</Wfc SP^ #383Jfte 
-^nv^ =ax>^ift x :7-*v^gfe N -vW^ift, ?L^> y>-=^ % M^5"^ ^ 

^y*is?j*m<D&m**aismmm.m, ^w^, ^w^y, ^^y-^r 
ftwstLTiWB-jtt^: (i) xf± (v) Sr^ri-s^'fcxtt-toiftjJiaEife^tL*^ 

£ Uttt, Prog. Med. 5:2157-2161(1985)JC|a*ft$ti;-CV>53£ J ^ N J*JI|#/£ 1990 *£fl] 
8lp B q©IS3§J 163-198 ^iCfEife^nrv>5SaS#ff btbSo 
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WlZ-iSyy^-'y (Greene) RXf^-yy (Wuts) W> rprotective Groups in Organic Synthesis 
(third edition)] ^IB4fe^)#!lS Zmtf Z> Z bftX% , £ *vfe £SJ&&# C TM 

(H1M&) 

X >-NH 2 . TVnH 2 

(1a) 



(1b) 



R VVH , , R V S ; 

V A N >-Ar 1 R i.A N * 

O Ari-C0 2 H K , 1H x 

( I ) XI* (V) (ie) (1d) 

\\&m (ie) ^^tco^jt^mm^t, (id) x^^tt, 

Xte (v) *M&-tz>Jjfex°hz> 0 

(le) O^Mli^i UTii, ;*:fv]^;*7VK ol^vv^tvk tert-^ 
i7^K;N-t Kp ^rv'-^^y h y T/^K p-- h n :7 a: / — A-^N-fc Kndf-v'^ 

^fc, (le) %mnmx°zcj&£i£z>t%s h^\^^^^m^^^ 
^^a-3-(3-v>^ ^a-t 5: / tvu-)* A^^-r ^ h-mmrn. (wsc-hcd & ifoi^ 



R 2 H 
(1c) 



>-NH 2 
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Kj&tefemi-zKj&&ffimi*^m&Mfc£^xhmtez>&, mnv* n p * ^ >\ 

^S/l^fc if O^W^^bTK*^ ; ^— tvK f F7tKo77y (THF) ft ¥<D*.— 
J- MR. ; ffim^^ftt'iD^xT^m ; h= h V /K N,N-^^ ^^JvVAT 5 K 
(DMF) ^^^VW*/I^3->K (DMSO) 4 £<0K/ftfc^i&tttt#8B^ t K 

V^k£V\ t°y ^i«tt5^i:^T^5o 

T-fe h~ h y /K DMF^O^ts t°y N,N-^9VKT^y ^Olft 

-©^(CffiV^tb^iSM^ (Id) tt, (la) (D 5fi^n^yftf5 

w^i^b^ (lb) &vvTMbi^/ (lc) Sr-mffi$-^5i^^J;9Mag 

-e£5 (^^bftS^^i^T'^S^l^*-r^) 0 <b^#> (lb) te¥Ht-f-3 ;i 

p^w^, mt^/n^K 7i^b y /f^r^^^A h y ^P 5 

h\ t°y v>-!7A t Fp^p 5 K-</^p 5 h\ t°P y K^t Kp h y -fn £• K&if 
ffil^^^sN-^P^^^K s: ^n-^pp^/n^I^? K4£®>( 5: K3R^o 
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iti^m ; ; J—JV (MeOH), (EtOH), A\ 

^ i/^JIa -^(DT^3 — /HR ; ^Bs^bJcSHi ; Hflfe ; fflflfe^A' (EtOAc) 
«©ai^X^*^©K^^^^^^4 1 fc*VNT^ife (la) {d^^^ 

m-fB^ h !) 5>ix^^^^Stt^^r*5V>T^#) (la) teflsJSSttS i £ J: 
©*S#3;LV\, ^JSHaaS^fllV^EaSra^ ^^#) (la) ^nd^« 

wO J; 5 VX'&tbfttcfo&M (lb) K:*tU DMF, N-7< P DMSO 

^^®Si£t^tt^ti«tt^lirtit©i^I4 ] > flfrfr* (lc) SrffMB 
£-&5^£fc«fc «9 % ih&m (id) tf^j$£tL5o wOi#o^m^^?fi75M^ 

SJSmBSiL-C N ibSM) (lc) SriSSBI^v^t)^ N-^;«!)V, by 
5 ©*s, ^SSrR»|j:aiff$^S±^^fU*»^*>So 
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R 



R 



Ar 1 -C0 2 H 
(1e) 



R 1^N >-Ar 1 R2H 

° (1c) 
( I ) XI* (V) 





nimm^\^tt&^&£iriz>{k-&y!) (u>) i^b-a-^ de) xn^t 
(D^mmm^t^mcx <qt$ F-fbu ib-^ (2a) £^j#u #cv^b-^ dc) 
&tfsjs£^ &m\z£yimM&m4s-tz>z.tfc£'o s (i) xr* (v) 

s£ (I) Xte5£ (V) T^^n^v><o^>fk^«. J^±^J;5^#fe 
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( i ) t h c-mpl-Ba/F3 llflj&tg&Btilfe 

96 £ a/W^f * a ^ V— b lC N 2X 10 s cells/ml ©t h c-mpl-Ba/F3 1ffltik%^ &HkM<D 
&mfc&to&ffifla Vtc lOVo^mV&Jkm^^ RPMI1640 (100 n ^>V) \Z.X 37 °C 
X^mi^tCo i^*M^24B#F^^(CWST-l/l-methoxyPMS (iMi^j/b, Wfz) <D 
10 n ^&miJ\) Ufc„ ^PH:#S.t^ 2 B#H)fcK: A450/A650 <£®3fe^£-^ ^ n ^ 
Why-^- (Model 3350: Bio-Rad) U 2 ^W^C0®^<^±|*P^^ 

pot. : 9 <£>te^ (H»!l 9 (Dfc&mRTf rhTPO ^V^Ttt rhTPO) <DM:*im 

Efficacy : MMM 9 <D\^m 9 ©-ffr&ttXTJ* rhTPO te*5V^tt rhTPO) £0* 



1 ) $gggHb£j&g g b c-mpl-Ba/F3 jMUj&ffflftfTMi 





pot. [nM] 


Efficacy [%] 




10 


87 




2.4 


93 




14 


99 


H»J103 


18 


97 




15 


106 


HWJ250 


6.7 


87 
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pot. [nM] 


Efficacy [%] 


HWJ272 


3.3 


96 


H»J276 


8.7 


100 




4.9 


107 


SSJ60U328 


9.0 


88 




4.4 


101 




2.1 


96 




6.9 


96 


rhTPO 


0.012 


100 



*«k jtawtfrfrwi fcttx -tiB^»7fB«fecD{t:^#-f- A-i m\&m-?M, 
&m3t » % ±ewtipA» 8 lateo-fb^*-^ j-i4 <Dfc&%)x*bz> 0 strnt-sm i ~ 

3 O«^^r^T}c^i- 0 




t h CD34 + &BJ§&£rMegaCult TM -C (StemCell Technologies *±) SrfflV^T 2 well chamber 
KfcTSHMfeftflRfiET-C 10-14 BM % 37 ttf* Lfc 0 «fttolftW*fc:tto X, 
Jfc^ ®^bfc#. irC glycoprotein Ilb/HIa ^^(CT^fe Lfc e Sfefi § fife 

<D 3 BM-t<vMm& l an--^ Ulwellfc;fc!3<D=in=— Sfc&WfcfcTSOJfeUfc. 
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z&mm, mmm 9 <r>ft&mo ec 30 m« 12 nM, mmm 6 6 <D\Y>^m<o ec 30 #:« 

47 nlVU HJSM 2 5 0 (Dit^^KD EC 30 liSf3: 26 nM "Cfoo fc„ 

(i i i ) v-^^iag^ 

fl^*^ 100 mg/kg ^10 mg/kg £^P&-^bfc 0 &^2B#»^ JWF*M* 
J: 9 1/10^3.8%^^^^" b V *>J*&tfmmMk VXUskVfco 12,000 rpm t? 3 #M 
SS^If Ur#^»tbfc«^ 56 °C -C 30 frmMUVtc-b<D$; (1) IB^cot h 
c-mpl-Ba/F3 10%J«^&5 £ 5 t-^HU *BJI^ii5i6Stt 

^ay^ufeo &mkik&m(Dm*<Di®mMMfsv!E& 100% tx^tct^o^-ikm^mm 



(M 2 ) »fbl^£^ P \^tz.^k(DskM<D b h c-mpl-Ba/P3 ftSJ3&Jf fl^fe 



TOHb^-i&l 


[mg/kg p.o.] 


m^mm^ [%] 


SIM 16 


10 


>80% 




10 


61% 


HWJ214 


10 


>80% 


HWJ250 


10 


>80% 


HWJ272 


10 


>80% 


HWJ276 


10 


>80% 


HWJ280 


10 


>8o% ; 


Hlife#lj328 


10 


>80% 




100 


<10% 


J±gHb£i$l2 


100 


<10% 


J±3£lb^3 


100 


<10% 



#^ tbKfb-a-feffj:, 100 mg/kg Kl&^T h&nft&&^&tefr^tc<Dfchfrfrt> 
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mMMik&Vd t m C&#* (10 mg/kg p.o.) ^*5^T ^|ffiMlit^#«<10%T'feo tc 0 

*mm<Dmmte, — asss (i) (v) t?^$n5*3s^b^©ia^tt2a 
»sj, -frflcjw, m^M, %mm. u-cvvct>j:v\, 

TKttcD^SJ, M^JtUTf*. 
7K^*tb*o *7jctt©i8#&!k M»J£LTte, «jttf^nti/y^!j3-;K # 
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&Wiffl. M*.t£?f h-^iDJ: SfeSfeJfeai, MX-ftr/is* 5: v^T*^^ 

at8PjS!*0»# % l BOMtt, #:fifcfct)*& 0.0001-50 mg/kg, £?;£L< 
Wjft0.001~10mgfcgaS3Bi5-C, £fete#£L<f*0X)l~lmg/kg#5fiST&!K -tb 
1 HI > T?&«VNW:2 75S4llI^»tT«:#i-So 1 B<£>&# 

*«l£M&fc 9^3 0.0001 ~1 mg/kg, b< 0.0001-0.1 mg/kg ^3g^-C\ 1 0 1 

4-f D a-2-T*fe^^^-7 3i^4.18 g^ S^e^/Vcc— tvV30 ml te^^Tfc 
T** 1.5ml £JP*. % i£^T2B|FWLfc 0 SJtSfflffcTlcSrAP^^L, 
#*W«r«lfMfcJfck (brine) T?«teJ£U *S;*M^- h JJ t? AT«Lfc 0 ?S§BKSr»JEE 

L^n Aflc£r#fc 0 /nAftO EtOH 30 ml <T>Wfo\^&-V t f-*rW& 2.1 g SrJ&P*., 
80 ^»CT— »^Lfc.Wmi-SH**5aflU»fctu6ia««r««BE«*L^ P PtfvV- 
A&ip*:*:^ !^A7j<^ (aq), brine T^tfcJI&ifltffrgL h P *A 
-CfeJftUfc. #btUfc^^r^^^^ : EtOAc=l : 1 0^t?gfe 
$£U 2.57 g O 2-T 5: /-4-(4-^ p o^t7x ^-2--f/V)^T V— ?V^Wtz. 0 
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Rf : ###<!#-S§\ 

Data : ^W^ftj^— ^ (MS : FAB-MS(M+H) + ; MN : FAB-MS(M-H)" ; MM : FAB-MS(M) + ; 
NMR : (CH 3 ) 4 Si &ft£|$»I<f: U ^iBife^fti^^te DMSO-rf 6 
J H-NMR |C & 3 ^ © 6 (ppm)) , 
structure : <b^1#as> 

R 1 , R 2 > Ar : ^»^^©f^S (Me : * 9vK Et : oi^/l^ nP r : J /W/l^n tVK 
nBu : y/W;V/f;l/, tBu : ->ir U — :/^vK cHex : 9 st7 tf^vvK cHep : 
? m^-^^K allyl : Ty/K Ph : 7x- ;K Bn : ^^/K cyano : iXTy , Ac : 
Tir^K Boc : tert-^^V^-^-^X^/V/^^^, Fur : 7 =7 =- ;K The : — azet : 
TW^V-l-f/K pyrr: t°n P i^-W/V pipe : tV* U v^-l-f /K pipa : 
i^-l-f/K mor : ^e/Utf; U :/-4-^f/K tmor : ^^-^/V*c J> >--4-^f A\ imid : 4 $ ^ 
^—/V-l-f/K TBS : $ — y —'Zf'f'jV^^ 'f'JVl^ V jV a gm^Htroi^teglfe 
i&M Sr^U tot, #| ;t f£ 5-Cl-3-The 5- ^ n n ^ 7 m >--3--f /V & N 4-cHex-pipa 

(*3) 



1 NH 2 



Rf 


R 1 


Data 


1 


4-Cl-2-The 


MS;217. 


2 


5-Cl-3-The 


MS;217. 


3 


5-F-2-The 


MS;201. 


4 


3-F-2-The 


MS;201. 


5 


5-Me-2-The 


MS;197. 


6 


4-Me-2-The 


MS;197. 


7 


4-F-5-Cl-2-The 


MS;235. 


8 


4-F-2-The 


MS;201. 
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9 

2-7 ? / -4-(4-7/Vt o 7 x-yl/)f 7 /-/V 6.0 g, THF 100 ml (D^^^M^ 1.60ml 
SriSSTU 90 ftmm&lslto 5CJ&Wi*: 1 M£&. DMF 100 ml % l-i^n^* 

*y>V\?^=7 ^ 10.4 g, b V ^^7 ^ 1/ 17.2ml ^iNk. 90 "C^T 31 B^it^ Lfc 0 
K^Srj^OTifeLI&fn NaHC0 3 aq &MZ-tc& s ^ PP*MfC|W, brine "C^T 

^^*7^^0"7h^77^- (&|8i ^ : * tt P^VA-MeOH=100 : 1~100 : 3) 
fcTffijRlU 11.26 g <D 2-7 5 7-5-(4-^^ o^^/H^y ^>>--i-^ /V)-4-(4-7/W3-n 

_blE#%$l 9 ©^fet IrHSK: UTS 4 10-40^ -t^-^n^JtSi- 

#%M4 1 

1 <7>fb^0.5 g.DMF 5 ml OS«»TICtN-7*B*7 ^>>W5 K0.45 
g&vbP*., Witter 50 #M*J$Ui:. KJtS«fcS/^n^->/u^5i?>'0.6g, 
xf/1/7 5: >- 0.6 ml SrJRfcjD*., 70*CH:T 3 0 WISH^Ufc. S/£*£$ri*JES* n 

y !7 A aq, brine t?^P«»Sr^«, h P 7^tft 

Mt?ft : ^^^^-EtOAc=l : l) m-OfiKKU 300mg O 2-7 5 y -4-(4-^ o *7x 
/V)-5-(4- ^ n ^ dp- A- fcV< 7 i^^-i-^ >/ — A-fc # 

_hlB###J 4 1 tf)75tfe i: ID*£te UTH 4 te^-f 42~7l^ -t;ive*t,*fe& 

(*4) 
R 2 \ s 

r />-nh 2 



Rf 


R 1 


R 2 


Data 


9 


4-F-Ph 


4-cHex-pipa 


MS;361. 


10 


4-F-Ph 


4-nPr-pipe 


MS;320. 
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KT 


R 1 


R 2 


LJC* ICS 


-1 -1 


4-1*3 V^-r 11 


*r - CxlcX -p lp a 


\yf Q»A1 1 
mo,'T 1 1 . 




/I /"S XT "Din 

4-U2JN-rn 


4-CrieX-pipS 


1VI0 5 3 OO. 


13 


4-Me 2 N-Ph 


4-cHex-pipa 


MS;386. 


14 


4-cyano-Ph 


4-cHex-pipa 


MS;368. 


15 


4-Et0 2 C-Ph 


4-cHex-pipa 


MS;415. 


16 


3-F 3 C-Ph 


4-cHex-pipa 


MM;410. 


17 


3-cyano-Ph 


4-cHex-pipa 


MS;368. 


18 


4-F-Ph 


4-nPrO-pipe 


MS;336. 


19 


4-F-Ph 


4-mor-pipe 


MS;363. 


20 


5-Cl-2-The 




MM;339. 


Z 1 


D-Me-z-rur 


4-cHex-pipa 


JVIo,j4/. 




X LLC 




MS-38^ 


23 


5-Cl-3-The 


4-cHex-pipa 


MS;383. 


24 


5-Cl-2-The . 


4-cHex-pipa 


MS;383. 


25 


5-Br-2-The 


4-cHex-pipa 


MS;427,429. 


26 


5-Me-2-The 1 


4-cHex-pipa 


MS;363. 


27 


3-F-2-The 


4-cHex-pipa 


MS;367. 


Zo 


j-\^l-z- 1 ne 


^-Dxi-pipe 


IV1o,3 , 4'Z. 


29 


jl T? Til. 

4-F-Ph 


/TV A*r\ff~^TJ \ \/TV >f^\XT 

(MeO(CH2)2X^ e )-N " 


TV /TO .**> OO 


30 


4-F-Ph 


((cHex)(Me)N(CH 2 ) 2 )(Me)N- 


MS;363. 


31 


4-F-Ph 


(Me 2 N(CH 2 )2)(Me)N- 


MS;295. 


32 


4-F-Ph 


(Me 2 N(CH 2 ) 3 )(Me)N- 


MS;309. 


33 


4-F-Ph 


fpipe-f CH 2 W(Me)N- 


MS;335. 




A TO T>"U 

4-r-rll 


^-/VCrliN -h - r il-plpe 


IVIo 1 1 . 


O IT 

35 


4-F-Ph 


imid 


IV /fO .O^ 1 


36 


4-r-rn 


4-Pn-imid 


TV /TO.in 

Mo,33 /. 


37 


4-r-rn 


4-BnC) 2 C-pipa 


Mb;4i J. 


o o 
OO 


4-r-rn 


4-iib>u-zp -aiMe-pipa 


JYUVL,ooZ. 


39 


4-F-Ph 


3-f 1 -nine^-azet 


MS;333. 


40 


3-Cl-Ph 


4-cHex-DiDa 


MS;377. 


41 


4-Cl-2-The 


4-cHex-pipa 


MS;383. 


42 


5-F-2-The 


4-cHex-pipa 


MS;367. 


43 


4-Br-2-The 


4-cHex-pipa 


MS;427,429. 


44 


4-Me-2-The 


4-cHex-pipa 


MS;363. 


45 


4-Cl-2-The 


4-nPr-pipe 


MS;342. 


46 


4-Cl-2-The 


(1 -nBu-piperidin-4-yl)(Me)N- 


MS;385. 


47 


4-Cl-2-The 


4-(allyl0 2 C)-pipa 


MS;385. 


48 


4-Cl-2-The 


3-(4-nPr-l -pipe)-azet 


MS;397. 
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Rf 


R 1 


R 2 


Data 


49 


4-Cl-2-The 


4-mor-pipe 


MS;385. 


50 


4-Cl-2-Tlie 


(1 -nBu-pyixolidin-3-yl)(Me)N- 


MS;371. 


51 


4-Cl-2-The 


(quinuciidin-3 -yl)(Me)N- 


MS;355. 


52 


4-F-5-Cl-2-The 


4-cHex-pipa 


MS;401. 


53 


4-Cl-2-The 


4-nPr-pipa 


MS;343. 


C A 

54 


4-Cl-z-Ine 


mor 




55 


4-F-2-The 

*T~JT JL lit 


4-pI-Tpv -T">1"n51 


MS-367 


00 








Of 


H-L^i-z- 1 ne 


(mor- ^xi2 J2 J (criex jin - 


A/TQ-A07 


CO 

OO 


h-l,i-z- 1 ne 


•t -imor-pip e 




oy 


H-Lxi-z-iiie 


tmor 


ft 

IVlOjJ lo. 


ou 


h-lj-z- i ne 


3-oxo-pipa 




O I 


/f pi n TTno 


*r- ^criex j(ivie jjn "pipe 








^ ^JTiwA. JJljJCl 




63 


4-Cl-2-The 


4-pipe-pipe 


MS;383. 


64 


4-Cl-2-The 


4-fF^C-CH? > )rMe)N-Dipe 


MS;411. 


65 


4-Cl-2-The 


(3R*,5S*)-3,5-diMe-4-nPr-pipa 


MS;371. 


66 


4-Cl-2-The 


4-cHep-pipa 


MS;397. 


67 


4-Cl-2-The 


4-(nPr)(Me)N-pipe 


MS;371. 


68 


4-Cl-2-The 


4-(F 3 C-(CH 2 ) 2 )(Me)N-pipe 


MS;425. 


69 


4-Cl-2-The 


3-Et0 2 C-pipe 


MS;372. 


70 


4-Cl-2-The 


2-Et0 2 C-pipe 


MS;372. 


71 


4-Cl-2-The 


4-(3-F-pyrr)-pipe 


MS;387. 



7 2 



###J 6 9 (Dik^tfo 830 mg <£> THF 10 ml N EtOH 2 ml 1M NaOH aq 6 ml *P x., 

jaofc7kJllClMHClaqSr6.5mliP^ £CfcifcJRfc*flfcL^Ttt*U l-[2-T 5 
j -4-(4-^ o n zr. ^-2-4 ^—jWS-J )V\ t°^< V i?l/-3-*A'tf>'Wt 726 mg 

±I5##^J 7 2 O^jfei: LTg 5 ^^###1 73^ ttJft-raJDSJftSM&B 
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(*5) 




Rf 


R 1 


R 2 


Data 


72 


4-Cl-2-The 


3-H0 2 C-pipe 


MS;344. 


73 


4-Cl-2-The 


2-H0 2 C-pipe 


MS;344. 



###J 7 4 



7 2 <D\\&m 683 mg O DMF 20ml 1- 1 h*n ^^V)/ h JJ 7 /V 

(HOBt) 359 mg. WSOHC1 506 mg, v 5 ^ f-f^T % Is^BM. 432 mg, h V ^f/W7 5: 
> 1.11 ml %l3UX-Mm.-t?-ffi.mW Ufc ^JBET^&W*bfc<D^£&?PNaHC0 3 aq & 
iP*. N £CfcSt«!#J«rat8lUfco r©%OSr^no*/VA^U fi&fnNaHC0 3 aq 

^nnrfvW* :MeOH (100:1—50:1) &^aj^jKfc^*V!> #^#7 A* n-v b 
^7 7^HU QftSSb l-[2-T5 y-4-(4-^ naftyxy.^^fT/^-W 
7V]-N,N-^^ ^vl'tV* !i v'^-S-^/V^drf - 5 K 628 mg £#fc 0 

±tZmmm 7 4 £>2ffe tt* 6 Kl^f ##$J 7 5 mt^lS^tl 

rK s 

f>-NH 2 



Rf 


R 1 


R 2 


Data 


74 


4-Cl-2-The 


3-Me 2 NOC-pipe 


MS;371. 


75 


4-Cl-2-The 


2-Me 2 NOC-pipe 


MS;371. 



7 6 

###!J 7 4 (Dfc&Sfo 608 mg © THF 10ml LAH 143mg <D THF 10ml WmW.\Z.lN 

X., 1 I^AD^jl^LfCo ^iB.£-CiftiPU zk0.14mk 2MNaOHaq 0.14ml, 7X0.42 ml 
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tfvK£>:MeOH (20:1) ^tilSlitSv'y *^*7A^ n-v Y ¥ y 7 j —\Z. 
V} ^ 2-T 5 J -4-(4-* p p ^7 * ^-2--Y ^)-5-{3-[(^^ "f-f^T % J f-;V\ fc°^ 
y ^^-l-Y/u}^T>^— A' 156mg Srflifc. 

(*7) 

T >~NH 2 



Rf 


R 1 


R 2 


Data 


76 


4-Cl-2-The 


3-(Me 2 N-CH 2 )-pipe 


MS;357. 


77 


4-Cl-2-The 


2-(Me2N-CH 2 )-pipe 


MS;357. 



7 8 



3-^no-4-t KndF-i/^JMfife ^^/^^X/V2.50g, DMF 25 mllM^ife^ y 
!> A 2.78 g, 2-(tert-7^vV^ y /U^^^^vH/u 5; K 4.31 ml 50 Xl 

T? 15 B*MiPSIM»#bfc. ^J£&fy*LEtOAc£rfl]*.. 7X> brine KirsfirtMl***- 

77 J— (mfUm : ^^*y-^-EtOAc=10 : 1-5 : l) fcTJlttKU 4.88 g <D 4-[2-(tert- 

_t|B##^J 7 8 ©>5tfe £ HsMS?^ UT^ 8 \Z.7F-rmi%m 7 9~89t ^rtb^tb^ 

#%#| 9 0 

3-^ n cz-4-fc Kp^t^^M^ ^ ^/lou*? 1 ^ 1.5 g, THF 20 ml <DW$.K. 1-tert- 
^ h^riX-2-'7 P P^^y — /H.8 ml> h y ^ 3.16 g, ^if;l/7/^ 

fc^^!J*^7^^ nvF^77^ : •^MH'-BtOAc=100 : 1 

~5 : 1) fc"C»a!i U 2.3 g © 4-(l-tert-7* h **/-2-7* tf*^)-3-t u ^ 
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±ie##0!i 9 o <Dj?m t mmiz vxm 8 91-93^ zti-^tittfc 

9 4 

6-*cS y ^2/^^4.0 g & MeOH30ml 7j(^TttillS2.0ml £ 

*P^, 70°C^T22B#F^#bfc o ^^^J£T^b7X^P^Ls fr^T?* 

4.28 g £#fc 0 #b;ftfc^^7vM£o.5 g £r*7W»r 5 K 5 ml ^ 
J&^Ti^fW 0.15 mU 7 TkfP^I 0.05 g, SP/oil^tt^TK 0.4 ml ^jlR^Px., 

so 'C^-cso^ii^bfco to^tK^p*., ^A-cT/^ytt^bfco 

10%MeOH-^ n n/ft/KA&iPx., ^f^^O^v^ h 5ii Lfcc #£>;ft,fc6*&3::£-|j£U 
& 0.15 g 3r#fc 0 

###| 9 5 

5.^ yf—slsS-jJ/l'tfl/W: xf;l/X7xf^ 1.96 g, DMF 40 ml ^&&£^S&;& 

y !>A 2.64 g, 3-(tert-7^/V^^ ^VPV y /^^^)^o fcVK/o 5 K 3.53 ml &#P;t 
50 tT» 18 B#M#PfM#Lfc„ BUfom^WlsV EtOAc £r;bP;L, 7jc x brine KX^BM 

?h^77^^ ($§gt*£ : ^-^r-^ V -EtOAc= 15:1 — 5:1) fcX^M U 1 .39 g 0 l-[3-(tert- 
^f/Vi^^ ^/^^ y /WiX)/0JK^^]-5^ ^VV \fv /V-3-^7/^^ 

9 6 

3_>7i3Ci.4-/tN^$:/V^S#^ ;*^vloc:;*7vK).50g, i&'fbP^l/i/ 10ml*g$^C@£ 
®? 0.5 ml, 2-7< b =¥->^9vKT $ ^ 0.3 ml s h ]) T± h ^r^^n fc K V K 0.85 g 

ii-ci BW»#Lfc 0 k^^tK^p^, ^T^y ^-e^fnf^ EtoAc^p*., 
7ksbrme^xmmmzm&&MWi~fh y <>^-e^ufc 0 ^^s*-r^ii:^J:o 



WO 03/062233 PCT/JP03/00270 

37 

'O'v^T 5; >ft<D THF 10 ml ^^(d^-tert-^^v 5 ^/— jJ?^— b 0.70 g SrAQx.^ 

« : — ^>--EtOAc=10 : 1~8 : 1) fcTttfiU 0.87 g <D*i-(2-f a b^ 
^/^=;l/-<yi?;l/).N-(2-> b ^l/^jV)^j;V^^ tert-^^ai^^^Sr^fc. 

9 8 

3,4,5- b !J 7;^n^If^ 1.52 g, ^DD^^yi5ml 7X^T^b^"=¥ 

if y/u 0.92 mi firing Hiifi(c-c30^w^ £ b neater so dmf& 

Uv ? >'20ml, 2-tert-^h^riXni^y— ^ 3.40 ml, lff^Di, 
T 1 ffi.mW Ufc 0 ^^SrMff®:^ fiSfP NaHC0 3 aq SriPx., EtOAc l^ai U 
brine ^"Cgfe^, MgS0 4 T*f£^ Ufc e ^J£T^&W*U 6^0 3,4,54^7^ 
v&&&Wt 2-tert-^ hdr^yni^Vzc^^^^ 2.10 g #fc 0 tert-:7* b =*iX# y ?i>. 1.03 g 
tf> THF 15 ml mmz.7k%iT 2-tert-^ b / — 1.50 ml Sr^Px., ^<D£ * 40 # 

^a^Urto £t/«£-78 ^i$:fcPU 3,4,5- b y 37/Wngc&#m 2-tert-^ b 

2.10 g <D THF 5 ml m&*lN7L, tK^T 1 NfW, SHll? 30 #Hg& 
*£Lfc 0 ^fP^bT^^!7^ aq £2)Px.. EtOAc "Cttfctl U N jjc % brine (CT?5fc^, 

M g so 4 x«m,m ufc 0 mjit^^s* u# tbfrtiimm& > y * 

77-f' — (^IfM : ^^f">--EtOAc=100 : 1~20 : l) ^Tift^U 2.24 g c£> 4-(2-tert- 
7" b b =3f ■^)-3,5-v 5 7/^C2^S#^ 2-tert-^ b ^^^/K^TVl^tfco 

' 9 9 

3-i7 u P-4-7;Vto$-lfi tert-^/V^^^/V 1.15 g, DMSO 20 ml &?£K:0t& 

* y r> a i.3 gN w y=.^=i^^m^^ 1.4 g £>tjpx. 80 °ct? 2 s raApM#b^i 0 

Jfomfc EtOAc fc^Px., 7K> brine ^"C^jl^gfe^, b y ? ATl«Lfc 0 

aSSrv-y^^/^yA^n-^ f^77>f- : 
EtOAc=20 : 1~10 : 1) ^X^M U 1.42 g <D N-(4-tert-^ b ^ci/tuu-tf — JV-2-? n o 
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±1S#^#J 9 9 £ UTS 8 100-108 4:, 

10 9 

Wno -4-(4- 1 Fo^f-v' fcV* y y )^,&#^ ? ^jV=r. X y-JV 0.70 g, mt ^f-^ 

* 15 mlJSSPfljflc 2fi-A*f-i?l/ 1.5 ml, MakTff-fl,*?} gS: 

JPXL^Ml? 2 3HWflt#Lfc. SJS&K: EtOAc £7JP;L, brine \^X^WtM*$tW&, 

(MmW : — =3f-1^^-EtOAc=50 : 1) fcTSRHRU 0.93 g © 4-(4-tert-^/^> 

#%#U 110 

1.(4-^: h ^ y V-4-#/W?^1?- 5; K 1.50 g, 

THF 20 ml ^^-78 "Ct? h V ^JVT $ V 2.0 ml, h y 7 0.9 ml 
^P^M-e 6 B*MJW$Lfc. KJSffcSrSifb EtOAc £7JP;t, brine KT*»J1 

?f^77>f- : ^=^f->-EtOAc=5 : 1~4 : 1) tTt^L, 1.43g©4-(4- 

##Ml 1 1 

N-(4-tert-^ h ^^;t/#=y>-2-7/Vt n 7 i-;l/K y -^=i^yg£ xf/i/x^r 
/V 0.50 g, DMF 5 ml on^^v'W^K 0.21 g SrJpjJfc.£it-e 1 0 MSfc# 

1?-^-EtOAc=5 : 1~1 : 1) fcTflfJSU 0.51 g © N-(4-tert-^ h v-#/V^=/W2-^ o 

_h|E#%^Jl 1 1 OTjfe^lH#}ClUT^8 \Z.7Ftmnm \ 12~113^ Zzfh^ 
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(*8) 



Rf 


r*+r"i trN^i im 

siruciure 


L/C* La 


78 


CI 

MeOjC-^HO^jOTBS 


MS;345. 


79 


F 

Et0 2 C-H^>-O w OMe 


MS;243 


80 


CI 

Me0 2 C-<^^-0^jDMe 


MS;245. 


81 


Br 

EtO z C-<^j>-q^jDTBS 


MS;403,405. 


82 


CI 

Et0 2 C-^-O w OTBS 
F 


NMR(CDCl 3 );0.05-0.13(6H,m) 5 0.82-0.93(9H J m), 
1.40(3H,t,J=7.1Hz),3.97(2H 3 t,J=5.1Hz),4.28-4.34 
(2H^m),4.37(2H,q,J=7.1Hz) 5 7.68(lH 5 dd 5 J=2.0 s ll. 
6Hz) 5 7-87(lH,t,J=2.0Hz) I 


83 


CI 

Et0 2 C-<^>-q^jDTBS 
CI 


MS;393. 


84 


CI 

Me0 2 C-^^>-0 ^^OTBS 


MS;359. 


85 


F 

Me0 2 C^~>-q 

2 ^-^ ^OMe 


GC-MS(M) + ;214. 


86 


CI 

MeO,C-HT = }-0 

2 ^-OMe 


MS;231. 


87 


CI 

Et0 2 CVJ / N <3tBu 


MS;343. 


88 


PH, 

Et0 2 C^VJ ^^OTBS 


MS;339. 
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msm} 



Rf 


structure 


Data 




ores 




89 




MS;339. 


90 


CI 

/==< 

Me0 2 C-n(^-0 OtBu 


MS;301. 


91 


Et0 2 C^%JJ ° 


MS;285. 




CI 




92 


Eto 2 c-^v V-q 




93 




NMR(CDC1 3 ); 1 .3 8(3H,t,J=6.0Hz),l .4 1 (3H,s), 1 .47 
(3H,s),4.00-4.23(4H,m) J 4.33(2H,q,J=6.0Hz),4.48- 
4.56(lH,m),6.96(lH,d,J=8-7Hz),7.92(lH,dd,J=2.0 
,8.7Hz),8.05(lH,d,J=2.0Hz). 


94 


/mT^conh, 

Me0 2 C-^_^-N 


MS;231. 


95 


EtO,C-< jC 


MS;327. 




CI 




96 


Me0 2 C— £ V— \ 

Boc ^ — OMe 


MS;358. 






97 


MeQ 2 C— ^~^>— \j-Boc 


MS;339. 
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mzm%) 



Rf 


structure 


Udld 


no 
9o 


F 


-O^JDtBu 


xvio,j / J. 


99 


tBu0 2 C-^~^-N^ 


^)-C0 2 Et 


jVLo ? jOo 


100 


Allyl0 2 C-^^>-N^>-CG 2 Et 


MS;318. 


101 


CI 


DO 


MS;312 


102 


Me °2 c ~ < C^ _N C 


CONH 2 


MS;297 


103 


CI 

MeQ 2 C— N \ )>~ 0H 


MS;269 


104 


F 

tBu0 2 C^"^V 


^>— CQ 2 Et 


MS;352 


105 


F 

EtQ 2 C— <^~~^~ y~CONH 2 


MS;295 


106 


MeQ 2 C— <^~^~ I s 


J vZ/ NH 


MS;239. 


107 


F 

**yc^o- co2Et 

F 


MS;354. 


108 


F 

a '*}^C^O~ conh * 

F 


MS;325. 



WO 03/062233 PCT/JP03/00270 

42 



Rf 


structure 


Data 


109 


CI 

MeQ 2 C — ^ ^ — t/ ^-OTBS 


MS;384 


110 


F 

Et0 2 C-^J^N^)-CN 


MS;277 


111 


F 

tBu0 2 C— <( V- N V- C0 2 Et 
CI 


MS;386 


112 


F 

EtO z C--^>-N^)-CN 
CI 


MS;311 


113 


F 

MeQ 2 C, — ^ ^ — 1*/ \l-Boc 
CI 


MS;373. 



#5%09 114 



##{#1 7 8 <D\Y&m 2.16 g, MeOH 20 ml-THF 15 ml W&K- lMNaOH aq 7.5 ml 

x., gi(it3 smmwistco BijfcWi*^^, 5%mm^m^v aq ^m^m^. 

XC\^ttM^ ?T2U&/UJ*-2-y v<>*S— A* (3 : 1) ^-Cttffibfco ^^Jl£ brine KIT 
*y)=z b dr v-]-3-^ n o^m#m 1.17 g 

_Lie#%#i] 114 i irHum lt* 9 iz.7jk-tmmm H5~i38^ -^n-e 

13 9 

KL56gtC« 2-;* b^rv-^^y— /V6.32ml^ 
^-fe^^A6.53g^0^s 100 < C^T20B#F^#bfc o THF 50 ml IfiOi, 

«**«*U *Rfeia#4.36g«r#fc. THF 15 ml |C*#U 2-^ 
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yir*S3L#;~- 3.16 ml, #y !7A tert-^ h 3->- K 1.35 g SrJP*., t?fitT4 B N)ft 
#bfe 0 5%W7X^^ y e'AaqSriP^.^s EtOAc JCTttffl U 

brine fcTSfc*^ h ^ ^ ^t?«flk % *ifc*re*U 3,5-^7y^P-4-(2-^ b* 

V^n. h **»5fcS*i* 1-76 g fr»fc. 

###J 14 0 

##$J 9 4 (D\Y&m 0.3 g £ THF-MeOH 10 ml (1:1) teJSSMB £ 1t\ M 

(£T lMNaOH aq 1.5 ml fcAP*., IH?£^T 3 0 IBHl^U/to KJ&#&^T»*&U 
1MHC1 aq 1.5 ml Tf^fPi"?* £ t iZ. X cT#?>n5 @#:£r-5ii, ftfttii 
£ T? y >--6-^;V^V^ 0.29 g &#fc 0 

##$| 14 1 

13 0 (Dfc&Va 410 m g> t° y i?> 10 ml &ttfcft>4cfftfe 0.24 ml %Mx.m& 
"C 15 B#P^*t#Lfc 0 KJC&flK«:e*bEtOAc S:AP^.s 1M HC1 aq, 7k, brine KIT ^ 

*sr^«. ?»?-by ut. mm*m3k'&, mt*fy*>?W7J>>9 

n^b^77^- (^HI?K : ^ P P^/l-A-MeOH=100 : 1—50 : 1) KlTJfitjKU 351 
mg CD 4-[2-(Tir^/v^-^'>-)^ b ^->]-3-^ 9vi^&*®?£r#fc 0 
±IB##M 14 1 ©^i^t UT* 9 (c:^1-##^J 14 2^, »5H|sf^ 

14 3 

Mpp^y^nfytlOOgt^ xfV^pn-M5 ml, ^y^Atert-^h 
^fi/ K 4.28 g &>!JP;L, 150 °C\Z.X 6 0 MJ»^Ufco SJtSflKSr 5%WtR*^ V -7 A aq 
fclfettfc^L EtOAc tcrtttb L, l€mm% brine fcTSfc*^, MgS0 4 "C^ % SffttSr 
®* U 2-(2- 1 Kn^ b =3r V ~ =i T l/M 0.54 g &#fc G 

^%$| 14 4 

i.{4.[(7 y /i/t^'>)*;^^>]7i=;V}^!J ^y-4-^;v^y|! zl^-jv^^t 

g CO THF 75 ml y >- 2.10ml, rb7^(b!) /V^^^-f 

^)^^v?«7A 390mg§r*Px., 60 'Ct? 1.5 I^IBJJH^Ufc. lteT»«E*r«*bfcO'b 
EtOAc £3JP*L, ISfP NaHC0 3 aq T? 3 0^ Lfc D ^fe&fcfi&fP NaHGOa aq fc» HC1 * 
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to*., £CfcittRS:«lfcUteT*HftU 4-[4-(^ h^A/i^^/V)^V s^-W 
A-]£S#i&2.73g&»fc„ 

±i3#%^!) 144 ^ m^ic t-cs 9 KTjk-t&^m i 4 5 m-r^^^ 

14 6 

#%#!J 9 9 tf^b^ 1.42 g £r±&^ fl/V 5 ml ^mffiiS^s ykfttT^X h V 7;^* 
5r^^/J?nyvt°^y 1.16 g £r#fc„ 

#%0)J 14 8 

14 4 (Oit-^m 1.12 g O DMF 20 ml N-^n^t^ ^ i/V^f 5; K 775 mg 

&#P;i % 70 ^ffQ, 50 < C-e2B#ra*#Ufc 0 ^HT^^©*b/c£D-fe7K^P 

?L£ £fc£fcjfg;£riii5l Ufc„ ISfP NaHC0 3 aq N EtOAc, HC1 n u -fcjVJ*X 

tattju M g so 4 -e^;#bfc 0 ^jEET«^*b#b^^^v-y^^/^^^^ 

hy??^— mm^: ^p*M-^;- /^=100:1~30: 1) ^-Oft^U 
3.^p^.4-[4.(x h y v^-l-f A^M^ 1.29 g £#7c 0 



(*9) 



Rf 


structure 


Data 


114 


CI 

H0 2 C-<^^-O w OTBS 


MN;329. 


115 


F 

HO z C -^^-O^OMe 


MN;213. 


116 


CI 

H0 2 C ~"C3 )_0 w OMe 


MN;229. 
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Rf 

INI 


O 11 UV/IUI W 


Data 


117 


Br 

HOjC-H^^-O^OTBS 


MN;373,375. 


118 


CI 

H0 2 C-^^-O w OTBS 
p 


NMR(CDCl 3 );0.05-0.15(6H,m) 9 0.85-0.92(9H,m),3 
.97(2H,t,J=5.2Hz),4.32-4.37(2H,m) s 7.73(lH,dd,J= 
2.0,11 .2Hz),7.93(lH,t,J=2.0Hz). 


119 


CI 

H0 2 CH^^O^jDTBS 


MN;363. 


120 


CI 

H0 2 C-^^-0 ^OTBS 


MN;343. 


121 


CI 

H0 2 C-^^9^0tBu 


MS;287. 


122 


F 

2 ^-OMe 


MN;199. 


123 


CI 

2 ^OMe 


MS;217. 


124 


H0 2 C-< |T 


MN;297. 


125 




MS;257. 


126 


CI 

0> 


MN;241 
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(X9tt$) 



Rf 


structure 


Data 


127 


c 


:l / 


NMR(CDCl 3 );1.41(3H 3 s),1.48(3H,s),4.00-4.25(4H 
,m),4.49-4.58(lH,m),6.99(lH,d,J=8.7Hz),7.99(lH, 
dd,J=2.0,8.7Hz),8.12(lH,d,J=2.0Hz). 


128 


C 


i 

^ '^OtBu 


MS;316. 


129 


H0 2 C-(^ 


Boc ^ — OMe 


MN;342 


130 


H0 2 C~-^ 


CH, 

J^OH 


NMR(CD 3 OD);2. 1 7(3H,s),3 .77-3 .85(2H,m),3 .97-4 


131 


HO /= 

<K 


F 

/ 


MjN,Z/3. 


132 


H0 2 C^^ 


Ul DO 


MS;338. 


133 


H0 2 C— (T 


\ — / x 0 — ' 


MN;296 


134 


H0 2 C— <( 


CI 

V- N V-OTBS 


MN;368 


135 


H0 2 C-^ 


^/^)-CONH 2 


MN;281 
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Rf 


structure 


Data 


136 


ho 2 c-^^V^conh 2 

F 


MS;285. 


137 


F 

"° 2 °~ \_)~ ^ 
CI 


C^ CN 


MN;281 


138 


F 

HQ 2 C — ^ ^ — ts/ Vl-Boc 
CI 


MS;359. 


139 


F 


OMe 


MN;231. 


140 


/=/~^-CONH, 
H0 2 C-<^J>-N 


MN;215. 


141 


CH 3 


MS;239. 


142 


O- 


^ — OAc 


MS;226. 


143 




^ — OH 


NMR;3.72(2H J t,J=5.0Hz),4.31(2H J t,J=5.0Hz),4.82 
(lH,brs),7. 1 8(1 H,<U=1 .3Hz),7.3 8(lH,dd,J=5. 1 ,1.3 
Hz),8.3 1 (1 H,<U=5 . lHz),13 ,56(lH,brs). 


144 


H0 2 C— <L V-N 


V- C0 2 Et 


MS;278. 


145 


H0 2 C-^"^/^-CO a Et 
F 


MS;314. 
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Rf 


structure 


Data 


146 


CI 

HO z C-^^)-N^)-C0 2 Et 


MN;310. 


147 


HO 2 C-<^^N^K-C0 2 Et 
CI 


MN;328 


148 


Br 

HO 2 C-^J>-r^^>-C0 2 Et 


MN;354,356. 



14 9 



9 <D\\^m 2.00 g, 4-JfcA' $ ^£&^W£ 1.14 g, DMF 30 ml <D&Wi\ZL s N- 1 K 

n df-^^<^y b yr^/v (hobo 992 m gs wsc-hci 1.39 g &An£MT*— sfc^# 

MgS0 4 T?|£M, *M£M3rU fPstlfc^Slr^nD*^ : MeOH (100 : 1~30 : 
1) &mtii&1&t-tZ)^}) ^yVv^^A^n-^ h^^-^T^^f-^rEtOAc (5: 
1~1 : 1) ^^a^^i-SiXy^^^^A^n-^b^^^^-^J;i9»^b 1.32g 
0) N-[5-(4-->^ X2^e>ri//\/\?^<7 JV)-4-(4-7 7 zl=ljV)^T^/— 

JtfE###l 14 9 W^ifefc RtttC Ltg 1 0 1 5 0 Sr. ^JCi-SJS^ 





L 0) 


Rf 


structure 


Data 


149 




MS;493. 
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L OJHEt) 


Rf 


sirucTLire 


uaia 


150 


^ Ns |p s ^_H OMe 
EtO z C^^ 


MS;550. 



1 

#%0!J 9 (Dfc&m 300 mg, fc° y 5 ml ©^tJj<^Tt 4-^7y-<y^;^ 
p!) K280mg -IrTJPx., £tfttC#HM 3 B M»#L-*©|fc 50 "CT? 1 BB8!ft#Lfc:„ K 
JtSffi! ^j^ff L^PP^A & 1m ± tzM. ^ ISf P NaHC0 3 aq N brine Tf^fttUB U 

am^-MJ >>A-c*a*u*:„ wtttfeamESr EtoAc t^nM-r 

5ii -C230 mg©N-[5-(4-v'^ n-^df v'^f^y -^>'-l-^'y'V)-4-(4-7^^-ci ^^^i/V) 
f7^-;>-H ^]-4-v-T y yX7 5 K&Wfc. £ <Oft&m 80 mg © EtOAc 5 ml ^ 
ScfC, 0.4MHCl-EtOAc^Sr0.4mlAPxL— gfeig#L7i^5i® U 57 mg © N-[5-(4-iX 

HJfe^J 2 

###]|2 4O^#>500mg,DMF10ml?M&£,2-^ h y=. = 9^^300 mg, 

WSOHC1 376 m g> HOBt 265 mg £r2jPx. N Sfi|CT4BWlf; 0 
BtOAcSrflP*., ISfPNaHC0 3 aq, brine Kxm&&, Mthy >)is^lLfc 0 
«r#*8K »>!)*^*7A^P-7 h^77^- (-^i^-EtOAc=8 : 1—2 : 
1 ) }Ji-C*tMx iCfe©* EtOAc 1 0 ml IC^fl? 0.4M HCl-EtOAc 0.46 ml #P £ 

Ltf < JH* Ufc«, flf ffltt&aMJu 72 mg © N-[4-(5-* onft7x V-2--T A-)-5-(4- 

mmm 3 

#%#!]2 8©-fb#«J342mg,DMF10mlS9R^2-^ V = = ^^306mg N 
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WSC-HC1 383 mg, HOBt 270 mg, 4-(i^ ?vVT 5: J ) t° V 244 mg SrTJP*., 50 *C 
KIT 3 0Pa'W£L7c: o Rfom*:^, EtOAc^Bx., g&?P NaHC0 3 aq, brine {CTi5fe# 

77^- (^=¥1^-EtOAc=8 : 1) fclT*^, ^ ©tO?r EtOAc 30 ml ^*£$PU 0.1M 
HCl-EtOAc 4.1 ml iPx. Lff < Lfc#, *f aj*J&itBU 120 mg O N-[4-(5- 
^ p p ^^-7 V-2-^ 7^)-5-(4-7°p tT/nf ^ y 5? V-i-xf ;V)*f-T y—;\s-2-J h 

###J 7 8 (Dft&tto 1.72 g,MeOH 17 ml-THF 10 ml <D}g^ft(DMl- lMNaOH aq 
6 ml ^riP^L> ^attT 3 0 HQ9E& bfc 1M HC1 aq 5.5 ml £;>JP;tfc#, 

&2^JE®3s U 4-[2-(tert-^^/Vv J ^ ^yV*> y /l^^)^ ^ ^ ^-3-^ * * ^Sft© 
fe£/&^&#72: 0 - © t> <DiC0=^m 7 8 (DikS-tyO 720 mg, DMF 20 ml, WSC-HC1 959 
mg, HOBt 676 mg, 4-(vM § J )t° y 611 mg ^D*., 50 'C^T 22 B#BQ, 

90 ^CT20B#P^# i Lfc o £a£Wc«rS*U MA NaHCOa aq <£r#P;tfc^, EtOAc \Z. 
tttfflU ISfP NaHCOa aq, brine (dTgfe^, h P * At«Lfe c 

a?S«r^nu*/VA-MeOH (100:1-10:1) «r$gfflffi#|£i-*i>'y 
# tfjVJj yA,#w*r f^77/f w ~2fc.tJ s ^3r1J*>' : EtOAc (2:1—1:1) Sr*til*jW^ 
•f 5 y # 7^pyF^77^- TlMSk 3-^ a a -4-{2-[3- ^ P p -4-(2- 1 

Ko^ri/x h driX)-<^y-f'/^^v']^ h df^}_N-[5-(4-^ P^^^vVk 0 ^ v^-l- 
4 /V)-4-(4- 7 yV^" o7i ~jVyf-T *S — J\>-2-4 JVyZl/XT 3: K 38 mg &#fc 0 £ <D h <D 
lC, MeOH 0.5 ml, THF 1 ml, 1M NaOH aq 225 n 1 Si&fcT 5 0 |BJSM$ 

Rfomz. EtOAc ^rJP^fc^, ^fP NaHCOa aq, brine \ZX$c&'& y faSH" h V 9 AT? 

lynLfco mm*m&&. ^>y*^7A^nvf^77^ (*nn#/u 

.A-MeOH= 1 00 : 0~1 00 : 2) T JfcBk i©t>(D^ EtOAc 5 ml U 0. 1M HCl-EtOAc 

1.0 ml $r7JP;i Uffc < »^bfe^, *fttJfe«r«EU 18 mg (75 3-^ d p-N-[5-(4- 
u^$-i//i< it^-l-J >V)A-(£-7 frit p 7 * =i/i^)^r y — yv-2--f ;v]-4-(2- 1 



WO 03/062233 PCT/JP03/00270 

51 

4 1 (Dfc&tfo 1.0 g^ tT V ^ 30 ml <D&mz.S,6-i?f p n^^J-^W. 602 mg 
£iD?U-25 ^^T^^ik-fblJ >-o.27ml ^*Px.^?fitc:#a^4^rfl^bfc„ 

Sr brine "C^U ^T'f£MLfc 0 #bnfca?t£ 

^!)*W7^^^ h^77^- (^.dr-y-^-EtOAc=200 : 1~100 : 1) 

1.21 g <£> 5,6- pp-N-[4-(4-^ p u /^)-5-(4-i^^ B^^i/;Hf^ 

H»!|6 

HJfeM 2 4 6 (D^m 100 mg EtOH 5 ml j#Ml-> 4M HCl-EtOAc $S*fc«r 0.2 ml M 
^ 27B#TO#bfc 0 SJCS?ftH:^tin^V^SriPx.fe^ f&fPNaHC0 3 aq, brined 

V fif^X? n-v h^77^- n a*;^i>>-MeOH=100: 1~5 : l) fcT^tlg^ 
r © <£> £r MeOH 15 ml U 4M HCl-EtOAc BBSS: 10 ml M x. b tf b < bfc 

^ N fl&ffiSrfcHEe*, ^^/uat— x/VC^b 28 mg <£> 5-^ a n-N-[4-(4-^ o n ^ 
^-7 3i ^-2->f A^)-5-(4-^ ci ^S/^bV*? V-l-^f ;V)°f-T ;U]-6- 1 Kb 

^i»J 2 3 3 (Dfc&m 183 mg h V 7 5 ml *P^L 40 B#PpS8M$^> 

-MeOH=100 : 1~20 : l) KrCHfiRU 50 mg <D 3-^ P n-N-[4-(4-^ P P ^7 * 

^ ,t,)_5_(4-->- ^ P V/V t°^7 V-W yV)^T A'-W A-]-4-(l- 1 K P iX-2- 

2 18 <Dik&M 0.34 g & MeOH 5 ml Jk^TfcT* HC1 1 ml * 

M *_ 50°C-C-ife^ UfCo K*S?S»21*bt2:«HC10.5mlSr*n^ SOVIET 5 l*l«J*# 
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^-t-C N-[4-(4-^ o p ^7 ^ A>5-(4-v^ n-^=¥ S^-l-^ 

T y v_2-^ ^]-3- yjv^r n -4- 1 K n ^ i>^< yX7 5: K 0.33 g tr#fc c 

^i«J 9 

MMffl 2 3 0 (Dty^fyi 187 mg £ MeOH 10 ml lJlig#U ft HC1 & 3.5 ml *Px. 18 R# 
RStS*£ *f I±l4fe4r*ifl, ^xf;H-T/VT'i5fe# L 90 mg (D 3-? n p-N-[4-(4- 

1 0 

10 1 <D4k&%> 5.23 g <D THF 100 ml 0 °C\Z-X, TK^Hfc h V ^/V* 

Xl7.0gl:JDi -78 0 C^4P, irh:7=¥* (MJ7x^v*^7^y) 
670 mg SrJbD*:^* JC*ft*"C#ftU 1.5 B#W^# Ufc 0 K&ftfcBfl* 1.6 ml ^Px.. 

ftffiU «ffiTlfc*ft U 4.30 g O N-[4-(4-^ a p a /V)-5-( tT^9 ^-1-f A-) 

'^»J1 1 

H»J 13 6 (Dft&m 0.15 g & THF 5.0 ml -78 °Q\Z.X^^) A 

(1.55M)*tfl3mlJB^ HilliTO^ 4 B#|HJ 5N*#U Ufc„ ffigt 

0.5 ml &#D;iKJS£Mt£\ iiail?#ILfc 0 - RJSiKHlTkSrjbDJ^ V *? J*XT 

MJETi&RSrftft**" S r t K <£ o T# *L5a©#5 £ > V X 7A^pvF^7 
— xmUTZ^ t laot N-[5-(4-^ t3^^^Vt 0 -<7^^-l--f'^)-4-(^^- 
7 ^-2-^ A)^T A-2--Y >vyi-* h^wy=3f^7 5K0.l2g Sr#fc„ # 

tltclb&Vd* EtOAc 2 ml ^^$^7k^T^t 1M HCl-EtOAc ^ 0.25 ml £fln;fc % 

^5//UfcV<9 S^-W ^)-4-(^^"7 3i ^-2--f A)^T /V]-2-^ h =3p W 
y75 K &Mfett 98 mg «r#fc. 
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mmm 1 2 

40%7k^it-r h V $ ^ 48 mg % ^ y ^ 1 ml <D&m\^ MUT. MMM 

5 (Dfc&m 100 mg ^APX, 50 °C^#?M 4 0 Lfc G P » * 

JpAfcgL fS?nNaHC0 3 aq, brine T?^«JlSr?5fc^U flESH" b V *.M?*£flfcUfc. 

2*-MeOH=200 : 1 ~20 : l) fcTJtSL i <D & © Sr EtOAc 5 ml U 0.1M HCl-EtOAc 

0.8 ml APx. Lfc£ h < Lfc«s*l*«r«BEW*, i*n?vv;c~ U 
34 mg <£> 5-^ n a_N-[4-(4-^ PBf*;!^/^-^^ n^^^Vfcf^^ £^ 
■l-^;V)f7y-yv-2^;v]-6-(2-t Kn^>x f^^nfy/ 5: K iMfeS*-**:. 

men 1 3 

MMM 5 <Dtt&tfo 750 mg, THF 10ml <0}g?0EK^ ^ffi.T'f V ^^^V&^^/UZl 
ml SrJn*L % 50 •Clt#HMft5 B#IHHJM*bfc. SMl^on^M^flifcf, g&fq 
NaHC0 3 aq % brine T?**»SSr8fe^U VfOStT h V V A^jUb^o »&&«JEEg5fe& % 
Wbn/ta8afcSr^P*y^9^^n^ b^"97-f — (^nn/jvW*-MeOH=200 : 1 
~100 : 1) ttfil, 881 mg <D l-(3-^ n d-5-{[4-(4-^ v v^3"7 ^l/-2-4 S^)-5-(4- 

£%09 1 4 

HJfcfll 1 0 <Di\&m 231 mg, ^yX7/I^r t K 80 /z 1 Sr 1,2-i^ PPX;?y9ml- 
fft&3 ml fcl$g#U 0 < CT?ft»7k*'fb^>>*^ b V *7 210 mg SrJP^.. 0 o C"e 30 
30 #WJt# L/t 0 SJ&^ffrFP NaHC0 3 aq s lMNaOH aq T/V 
# !J ttfc UfcgL ^ p oaJvW^CTtefcfclLifeio 5frtt6S*r MgS04 i&jKSrtt 
JEE«*U #btifc?MJM5 ml, ^yX7;V7t KW- 160 ftMfctolWfc;** 
m-ThV ?A£H-404mg£;&n?L, 50 4 H#W$#bfc 0 U 
n^B&^fPNaHC0 3 aq triPx., »^»Ufc 0 ^Pn*;^SrM^lPU 
«S?PNaHC0 3 aq^Px., ^no*M|:tiH]U, ^JlSr MgS04 -&&mk, « 
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-EtOAc=4 : 1) in J; <9 ttffltf Lfc„ £ (D <D% EtOAc 0.5M HCl-EtOAc 

SriP^., tfffcti'lfc&iMk 64 mg © N-[5-(4-^y^^7 S^-W A-)-4-(4-* o 

1 5 

2 4 3 <D\\&m 0.35 g, EtOAc 5 ml ©^fcs tK^T 4M HCl-EtOAc ?riPi, 

M-e i Bmmwvfco ffimi-zmfc&zm-tz^kx* 345 m g <d 4-t$s*^/v 

_N-[4-(4-^ ci n T-tfr? =c A-)-5-(4-v^ P v'A tV<9 v^-W JV)<?T)/*- 

mw\ 1 6 

1 3 <0\k^m 30 mg, MeOH l ml ©SSftjC, mMTF lMNaOH aq 0.12 ml 

24^a#ufc 0 wtm&w&m&k. #e>*Lfca&&EtoAc 5 na^mmu 

1M HCl aq 0.2 ml ^*P^L Ltffe < *#Ufc#, »j»Sr»E«*, -^^/Vrc-x^t? 
$fcj£U 20 mg <D l-(3-r? P P-5-{[4-(4-^ PPf^7iy-H/V)-5-(4-->^ P^^S/vV 

bf^^^v-i-^/^^-Ti/— /v-2-^/v]^7 7w^^^/v}t°]; ??i^-2->f/v)tr^y s?^-4- 

^jfeflfl 1 7 

£0609 14 3 <D4b&V0 180 mg, DMF 5 ml MD&li: 1,1'-^^^=^^ 5 ^jA-vV 
100 mg £AP;t, M-C 4 Btraa*^ 28%T>^e~T7.k 1 ml &;tJP;L, ^M"C 1 « 

^^ufco s^^Tk^p^^pp^wA^rtsmufvio «Ji^Mgso4 -vnm 

1M HCl-EtOAc 0.35 ml *MX.— Bfc Wfr L#f fcHlfcSriMSU 151 mg <7> N-[4-(4- 
P7i ^^)-5-(4-->^ a -^^r Ufls fc°^ 9 tVyf-T ?V\-A--fr jV 

1 8 

14 7 <Dik&V0 138 mg dzK 3 ml, ft HCl 3 ml ^rADx. 80 0 C~e 17 H$|H]ffi& U 
fc 0 SlS«SrM*-C?&a9«, tfcJRSritfcU 7j<-e?fe#-, 1M NaOH aq % 

MeOH, -^^/Uat— x^&AP*., ^F*»&iS*, #k*Lfc$&$££r 7VV 
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fflfcHfl, zkJl^HCl &tD*.. tifttimZM.^ ^JET^L 101mg©N-[5-(4-^^n 

isfr v^-W )VHsr ~/U)^T V—JV-l-A /W]-4-[(3,4- VOr 

l 9 

MW.M 19 8 (Dik&m 430 mg K17.K 15 ml, m HC1 1 5 ml 80 °CT* 3.5 B#R93*# 

Lfc 0 SJ«£0 'C^ip^, tK50 ml^P^L, ftJ^Sr?*!^ iffT^it 101 mg 
<£> N-[5-(4-^ D tXy ^y.j./f /i/)4^.7yi/t P 7 7 y-/I/-2--f 

mmm 2 0 

###J 14 9 <D\\&*fo 100 mg, MeOH 5 ml ©Jg&K:, 0 "CTtK*^^ MJ !7 

A 24 mg %ttlK.mm.X°'\ DMF 2 ml 1 B#|ffliJH*K zkf^b* b i> 

^ A 36 mg ^P^L $ b K 1 B#W*^ Ufc 0 ^J«£ 1M HC1 aq K£V>/c^g&fnNaHC0 3 
aq JclT^^T^ V ftidU ^oo*MTitH, ^r#Mi«r MgS0 4 

/V A-MeOH= 100 : 1~20 : l) iZXWM U £ © © £r EtOAc 0.5M HCl-EtOAc 

2« ^^P x. N #f ttJ^J U 73 mg (D N-[5-(4- V ^ P ^ dp ^/V- tf ^ 7 S> ^-1-4 /V)-4-(4- 
7;vtP7x^)f7/- /b_2-^^]-4-t Kp^f^f/^X7 5 K &Eft££r# 

HJfe#!I 2 1 

mmm 141 <o\Y&m 279 m g , b /vx ^ 1 0 mi i«c r h v -7*5- x 1 .8 1 

g*JP^ 14B#M;bnfft»SfeL;fc. 5?ac^-/l/3i— tvK lMNaOHaq, EtOAc, -ft HC1 % 
*P^L, «ffiTft*Mft, lMNaOHaq, MeOH SrflD U 

TVU-eftifrLfc. 0 «C?frSPTzJcBK:*l HQ £#Px., «fW«bSr«^, 138 mg © 
N-[5-(4-V^ P^^y/H;^? ^y-l--f ;V)4-(4-7/l'tP 7i=;l/)f 7 , /^^-2-^f 
^]-4-(lH-r- h 7 V*— ^-5--f f^VX7 =• K£r#fc„ 

H»J 2 2 

H»J 14 9 (O^m 0.15 g £ THF 10 ml \ZM1»^. zK^TfcT h P xf/V7 $ 
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^»&2l*iU tK^Px., EtOAc -ettttJLfc ^hfl^WM^ brine T^##, 

m^mm-rhv vj±xnmL>fr 0 m&Tmm*wmir%^t\z.£<>x%bfr%mmm 

£ EtOAc ^feff^atSritiot N-[5-(4-iX^ P^^ W^fc'^v^-W 

'O'XTS K0.12 g£#fc 0 mhtlfeib&m* EtOAc 5 mllW^f, ^T^T 
0.4M HCl-EtOAc 0.6 ml %*Px.-gfe^ bfc 0 #ft±H-5 £ifl % ^ t 

Id iot H5mg<75N-[5-(4-->^ P^driWVfc 0 -<7 v^-l-^lWM-^-^l^P 7 aU^/P) 

2 3 

14 9 (Dit^m 0.15 g £ THF 5 ml T-K^Tt-T h V ^tVT $ ^ 

0.2ml, ^^V^y^^v^o^^ K35mg(^THF2ml^^Jl|I^D^, ^M"C 3 B# 
TO#bfc 0 SfSS^giL, Tk&ARx., EtOAc "C^tH L>f~ 0 nbtLtcmmm* brine 

xm&^ a&Tk^iH- h y <? A>-?nmi.K. 0 mjzTmm&mm-tzzkKx^x'&b 
tizmm* BtoAc-^**)- ^m-a-mmfrbni&gki-z t mctN-[5-(4-v'^ p-^ 

\f^=7 v-i-^f /p)_4-(4-^7/i.^-p ^ ^ -;v)f 7y*>-;w2.^ /i^-]-4-(^ ^ a- 

-7*^>VT % ; * ^yX7 5 K 0.12 g £#fc e '&hfr*-\Y&m* EtOAc 5 mUd 
7K^T, 1M HCl-EtOAc^0.2 ml ^Aqx.— 8fe^bfc 0 Hrfctii-^ @#£r 
W5ri:iaot 111 mg (O N-[5-{4-^^nAdE->> ; i,t^7i;y.i^ 
/V)-4-(4-7/V^- a ? =c ~;V)?~T y—fr-2-J si/]-4-(* ? ^^;V7^- =^;VT % J * f-;V) 

mmm 2 4 

mMMl 6 8tfMb^57mg, fc°y v^mm^CO 'Cfcte^xmtJr* V gfcgM 

5vi" is jui ^apx, 0 °cfrtbmmzx 2 mmnw^fco Mmrmm^^m, mn 

NaHC0 3 aq £*P*L, ^ P p 7js^A^TtttH> ffllJf £ MgS0 4 Tl&M, ^^MJEW 
*U #b*WtBit<l~>y ^Vl^^i^P^ f^77^ (ilt:^nn^l/A 
-MeOH=100:l) M <fc <9 Lfc„ V^n tWx^^^Oi, flftii 
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19 mg <D* Tsls N-(4-{[5-(4-V^ n^^-^yjVM 0 ^ jV)4-(4-7 jVir 

mmm 2 5 

16 8 04bg^71 mg, DMF 5 ml OM»t,3-7< h ^r^n t°^-^^71 mg, 
HOBtl20mg, WSC-HC1 180 mg $r*Bx., ^M^fe 50 0 CdT^'<29 0Ffl$^b^ o 
^T^£&W*^,g&?n NaHC0 3 aq ItMx.s *^M^X$&&^mm* MgS0 4 

an^A-MeOH=100 : 1~50 : 1) ^"OfS! bfc 0 £ fc^MeOH, lMHClaq ZtlQx. 
fc#, ODS^^A^n-^ (0.001M HC1 aq-MeOH=2 : 1—1 : 1) l£T*t 

W&s ma NaHC0 3 aq ^P^ N ^ cr u ^/Vi^T^m bfc„ 3=ng!§/l % MgS0 4 -C*gjf*& s 
^y^Pt'/Wx-f^^fli, ^tz.ffi\tim*m&, 20mgON-[5-(4- 

^Jfe^il 2 6 

8 3 (Dik&m 1.00 g <D%m 15 ml *JKfc;fcIWb'«9 V^-M^ (20 

WfettfcaaiEfciKtiNaHCQaaqSriP^ Wm«bS:«5t, «EET8tfftb505 
mg ©N-[4-(4-7/^P 7 «A>5-(fc°^ ;W)f7 /-/V-2-f ^]-2-^ h 

%mm2 7 

ftlfeftl 2 6 <Dit^m 202 mg, ^Bfcfc JJ *? A 207 mg, DMF 15 ml iMttti: 0 "CTJl 
4tTV/l> 46 MlSrJp^., »*»c#ffl, Si£T*-» bfc e «ffiT«BK&e*gU 7X 

tbfcgs^£~> JJ %<!fjvjj =7 fy*77-(- n n^/ixA.MeOH=300 : 0~ 

100:1) t£j:0*|Sf2Rbfc o -©^CDSrEtOAc^Mpb, 0.5MHCl-EtOAc^^Dx., 
ffW^^it^ 165 mg CO N-[5-(4-T U ^y-l-C^H^^^tn 7^ — A-)^ 
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nmm 2 8 

HJfeflJ 5 6 <D\Y&Sfo 178 nig CO ^ n n 4 ml ^^(CtIc^T m-^ a 

(mCPBA) 90 mg &7JP ^fflt?— feftft Lfc„ MeOH. ffrfP NaHC0 3 aq,^-OB*. 
jv^Mtl, ^$&&£r«*L;fc©*> % ^PB*;^fitHUfc, MgS0 4 & 

J»-MeOH=300 : 1 — 100 : 1) MJ; <9i»MUfCo EtOAc HlMUU 0.5M 

HCl-EtOAc^iSr^n^H *ftt!1*Sr«SlL % N-[4-(4-^ d n -2-^31 =/V)-5-(l-^-^^ K^" 

*-^/v*y jyf-r-/— fr-i-j ?vyi-* h^wy^^rs k 39 m g Sr# 

mt&m 2 9 

7 5 (Dfc&ty 185 mg <D^m 4 ml »«tlHjflSfe^7lC**(30%) 100 u I SriP^L, 
t?St— Sfe^Lfc. P NaHC0 3 aq, lMNaOHaq, 1MHC1 aq SrAP^. % &Cfc£fcJfS; 
SrM&bfCo ^©t©^PP*M, MeOH £rflQ;U&# bfcCO^ftl NaHC0 3 aq & 
iDt, ^oo^VA^ttfflbfCo MgS0 4 m$tt£EB3?U 
l:^y*^V*7A^P"7h^77^- n P^yVA-MeOH=300 : 1~100 : 1) \Z 
± 9 ttGH U fc D £ CO t CO £ EtOAc K: jffi #3 b N 0.5M HCl-EtOAc &m&tia #f fctjifefci & 
itSlU N-{4-(4-^ naft7iy-2-^^5-[4-(l-t^fV K^^"*^* P 7)fc°^y ^ . 

syrrv— jv-i-j } vy?.-* ^wy^a^rn' i£^&47mg£#7co 

n»ii 3 o 

4 1 (DltS-m 268 mg, fc° y y^ 8 ml ###J 12 7 <D\Y&m 241 mg 

SriPxi, -25'CT^'>ift^y>'72 mI&AP*. 1.5 «PMJi#Ufc. 

?K4r«ffie*U7k,^Bft*y *A«rJp*.fcfc, ^ 13 f^AfcTttttJ, W^UfSr brine 

t?ft#u !7AT^j^bfc 0 #6>nfcas*^ y * y 

W7A^ o-v h^57^ n n/jvVi*-MeOH=200 : 1~100 : l) KlTffMU 
w CO CO £r EtOAc 0.1M HCl-EtOAc^^^AP^L, *f ttMfc&Httjl U 137 mg 

CO 3-^ o pr-N-[4-(4-^ PPft7xy-2--f/l')-5-(4-^^ p^^^^7^V-1-^;V) 
^Ty*~A--2-^/l/)-4-(2,3-^t Kp^^7*P7K^^7^ K :^&&#fc 0 
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mmm 3 1 

mmm 244 <Diksm 132 m g , MeOH 5 mi <omm^ v $ a 6i mg stAdx., 

1.5 B#Hfl8M$Lfc„ ^^^OT^U 7k*m*-tz.'&, ^nn^Mttl 
ttL ^rmJl^ brine T«£U «^ Ml !7 A T'ffriil Lfc 0 ^^ffiW*^ #fe 
tb/ca^^v-y XfjlsUvJ*? u-^ htf^yj— o P7jN^^-MeOH=200 : 1~ 
50:1) fcLTfcWBlU Z.<D-k<D&EtOAc\zmm. 0.1M HCl-EtOAc ^£r*Px. N #fttl 
#>&$!i&L, 77 mg <D N-[4-(4-^ n n ^^-7 =c ;V)-5-(4-^? n^Sf- vvl^tV^ 

?V)^-T ^—/^-2-4 /V]-4-(2- 1 Ko^ h * ^-3-^ vXT 3: K i» 

mmm 3 2 

HWJ 5 6 <D\^m 255 mg CD ^ n n 7}vl^ 10 ml W&K. mCPBA 303 mg £r7JPx., ^ 
ta-C 3 0lM#Lfc o MeOH, ^fPNaHCOs aq N ^P*M^Di ^F^^* 

^S&v'y tiJffr-ftyJ*? n-^r Yif^-y^ — n n *A-A-MeOH=300 : 1) MJ; 9 
ISLfe, ro^CD^ EtOAc Klil^U 0.5M HCl-EtOAc}£$t£;*JP?U #TtU#>£*!i^ 
n-[4-(4-^ n a-2-^31— /^)-5-(l,l-^^-dr^ K^^"^^^ y y A'-2--i' 
/V]-2-^ bdrWy^nfy/^ K m.WM. 130 mg «r»fc 0 

IS&fc^l 3 3 

mmm 210 <Dtt&m 0.35 g , dmf 15 mi mmz.m&x% h y ^^vvt 5 >■ 0.2 mi, 

>?7ai^/W7^^7^y 7^P-fe>-32 mg, t?£ A 13 mg ^AD^. N — 

*7A^ovf^77^- P uz}vW*-MeOH=100 : 0~98 : 2) lZ <fc D 4f$g Lfc 0 
^t><D£ MeOH 5 ml fc&tfU 4M HCl-EtOAc f$m 0.1 ml &7JPX., #rffi^£», 
102mgON-[4-(4-^ o n-2-^^^^)-5-(4-iy^ n^v'/Vf^^-W/t^T}/— 
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mmm 3 a 

mtfom 213 <o\\&m 0.27 g , hp 7 wd-osiafc 10 mi ^m-^©-?, ^ 

-MeOH = 100 : 0~97 : 3) |n'«t tJ WJSbfco -©^1" EtOAc 5 ml te»*PU 1M 
HCl-EtOAc 0.47 ml *1)W7L, #fW#l&tliEU 148 mg <D N-[4-(4-^ o a-2-^3i= 
7V)-5-(4-^ PA^^tX7v?y.H;V)f7y^-H/i'].7-t Kn^v-^y !iV 
-3-#/i^*1?-5; K i£$Sfe£#fc 0 

HJfi^J 2 17 (Dib&yo 0.30 g, MeOH 5 ml jgttfciaflU?* ft HC1 2.0 ml Srj&n*. x 70 °C 

"C 3 Bmmwvtco M*T»ik?&u *fffi*j«r«^ 122 mg © 4-7u-^pp 

-N-[4-(4-^ d 7W)-5-(4-^i> P^^^^fc°^^^-WyU)^Xy*— yV-2-^ 

H«J 3 6 

5 <Dib&#J 350 mg ^ DMF 5 ml, fc°^y Ajgf& ^=f-/V^^;V 

0.5 ml, h U ^;1>T 5 f 1.0 ml -gr^Px. 80 < CfCT 8.5 H#|HJ9fc# L;fc„ £OSI££g5feU 
7k 40 ml ^*Px, * n P m-Ctttti U ^P»SSr brine "Cftt*- Lfc^, h ]J 

!>ATffti», ftJfc4r«*Lfc. ^^OjCEtOHlOml fc(jq*.ft#U StT' lMNaOH 
aq 0.5 ml Sr^&^i&tCT 2 B lfflflH£L;/fc©*> % 1M NaOH aq 0.5 ml &1tokMM\ZLX 5 
B#lffl*# Lfc„ 1MHC1 aq 3 ml Ltfb < U #ftti Lfc@#: 

4rft^ ftjfti-S ^il-ioX58mg tf)[l-(3-y P P-5-{[4-(4-y P p-2-9^— A-)-5-(4- 
v-^ n ^df- ->vu y yV)^T ^/—JV-2--i /V]#/W^^ /V}-2- fc° y $?/U)-4- 

HMJ 3 7 

H»J3 5 6<D-fb^272mg^ N THFlOmK 1,4- ^^l^ 10 ml, */T^Wt*]) 
■7 .A 50.5 mg, lMHC10.5ml £#Px., 40 °CT? 5 NPlffls 80 °CX° 13 B#IKH*# £ 
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mrc imhci 2 mi &an*. % so °cr* io#fw«#ut„ mm&mi£®3*\^ rnhfitm 

St^iafP NaHC0 3 aq 40 ml <S:7JP;t, # p p aJvVA-e&tti U 3PM Sr brine t?gfe# Lfc 

h^97>r — ( ^nn*;^-MeOH=5 : 1~1 : l) lCT#3KLfc 0 .£©fc<0£ MeOH 
60ml, ^nn^;VA80ml, l J 4-^^r^>' 10ml fc?g#?U 4M HCl-EtOAc 4 ml 
7t Lffb < Lfc<© ^&j&«r«H=e*, ^^/l^-X/l^Sfc^ U 102 mg O 4-(3- 
^ p p-5-{[4-(4-^ an.2-fx^).5-(4-e/i!' DAdf^tV^^y.i^^f//- 
^-2-^;V]*/w^-f^}-2-t°iJ ^)t p ^7i?^-l-^^^-i?-^ K &gfeitt£r#jfco 

MMW3 8 

3 3 1 <D4k&!%) 1.20 g, THF 40 ml <Dm&\^ h V ^;\>T 5 > 1.29 ml £AP 

x.. tjc^t h v •7^>tvmm*.m 0.57 mi %7jp?l, Mmng-m®. 3 0 r^«#ufc e 

^#££r^I£^*U IS^PNaHCOsaq &jjnz.1t&, ? n P A-MeOH (7:3) (£Ttt 
m> brine T?3fiT«Mi«rftj*U «EBfc^ h U t? A-CttJftUfc„ »JKSr«ff«*«, #btb 
fc&fe&i/V ZltfjViJ^&pw h^77^- (^^1^^-EtOAc=6 : 1~1 : K ^ 
i^^-THF=l : 1-0 : 1) KX^M, ^<D-b<D&? P n*;VAX^L, 882 mg £> 5- 
^ p p-N-[4-(4-^ P P =f-jr7 =c ^-2-4 fr)-5-(4-i/t v^^Z/sVK'^y i^-W ;V)f- 

i<D 5 ^ 120 mg £ THF-MeOH tO»$»$ii\ 0.1MHCl-EtOAc*§i££7JP;t, *«3r^ 
J£^*, EtOH-^^Vl^c— T^M^m^^M, 106 mg <D 5-P p p-N-[4-(4- 
^ p p 5^:7 V-2-^ ^)-5-(4-i/^ p )V)*f-T 
;V].6-(4-^7y k^y^y-l-f/l/)^3fy7; K 

3 9 

MMM 1 6 <Dik-&m 300 mg, THF 6 ml <£>^^ N-^ ^/we/V* y ^ 56 n 1 &7JP . 
-15 °C(CT^PP^m'l'y^^60 ^l^D^2B#W^Lfc 0 ^<£t> <F>\C*$> 
^MX7 5: K219mg, THF 4 ml <D^JC N TK^b^ h U £ A 74 mg £2>P;i^T 
2^ffi«#LfcM^(^P^ N 1^T2B|F^ 50 °C^T20 B#PflJS#Lfc 0 KJftfc 



WO 03/062233 PCT/JP03/00270 

62 

nvf^77^ p o^A-MeOH=100 : 0~5 : 1) \CX^MVtc 0 ^(D^O^r 
EtOH fcMM £ 0.4M HCl-EtOAc fem^M*-, #f tti%£3SEu 119 mg <D 5-t n d 
_N-[4-(4-i> P ti =5-3r-7 ^ >-2-4 /V)-5-(4-^ u^vvVt 0 ^ z/l/-l-4 )V)=?7 V— 
yV-2-^/V]-6-[4-(N-^ ^ l/7*jV~7 ^- =. /V) t°^< y - 

»£H 0 

1 6 (Dfc&m 300 mg. THF 6 ml <D^^(C, N-^ ^Vl^/P* U ^ 56 /i 1 ^^D 

-is. x:\z.x? xj u^m^ y^^v6o mi Srinx. 1.5 ^w^bfc e ^o^cd^ 

* ^^yVafc 5: K 96 mg-THF 4 ml 1,8- -^T if t'v^ n [5.4.0]-7- ? V^-fe V 

348 1 %tox.mm.T 19 BtW, 50°C^T 2 B ^MfCSfrfa NaHC0 3 aq & 

iNTLtzM.^ EtOAc KlTjfittjN brine -e^g^gfe^L, flBSfc^- hy t> J*Xl£M\^t' a m 

-THF=2 : 1-0 : 1) KX^Wk, ^fcl^>y*^7>A^Dv h^77^- (* n 
P7}s^^-MeOH=100 : 0~100 : 3) (^TMML7c 0 r©t©^^ n n /fr/l^-EtOH 
}^#P£i2\ O.lMHCl-EtOAc^^Px., «&MSE^, EtOH-^^/l^n-TVl^ 
^P^ffi^^i:^ 30 mg <D 5-^ n n-N-[4-(4-^ onft7iy-H^)-5-(4-^^ 
=*ri^fc°-<7 *J>^-\~< ;V)*3-T-)/>— /lx]-6-(4-(3-[2-(y ^ ^^^7^--/W 5 J) 

mmM4 1 

MMW 1 6 <Dfc-&m<D THF Wife (0.0856 mM) 1.8 ml ^jV^x^y^nV^^ 
A' ig®^ 70 mg, PS-DCC (1.35 mmol/g) 342 mg. HOBt CD THF (0.77 mM) 0.2 ml N 
h y n^A-T $ ^ 60 /z 1 IrJPi, ^i&T— Sfe»# bfc 0 THF 2 ml, PS-f y 

b (1.25 mmol/g) 370 mg, PS-hy*T5V (3.75 mmol/g) 205 mg ^0^1, 

~* Y-y^y 4— p o^UA-MeOH=99: 1~97:3) "Ci|tJi!L/t 0 ^ <D t> CO % EtOAc 
2mU«L > S^T?4MHCl-EtOAclml^Dx.> 15£fflift#L, #fffi b7 v c@#:£ili 
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&Lfc 0 ^(DhOZ EtOH 2 ml t£$g$¥ U ^ffl^ lMNaOHaq 0.2 ml &An;U 50 'Ct? 
160#^#LfcCD*> x ^)&-eiMHClaq0.6ml^P^— ifeit#bfc#, flfttj L/c@ft: 
Sf^iiSxU 49 mg C0[{[l-(3-^ p p-5-{[4-(4-^ p n -2-^31 ^^)-5-(4-->^ u^^-^y;V\f 
^7^-l--l'A')^TiA- A--2-^/K];27A'^^E-'l'./V}-2-fc°y ^^)-4-fc 0 ^^]#/^/tf 

jH}fe#!j 4 2 

1 6 <F>Vc&*to<D THF (0.0856 mM) 1.8 ml (C N ^/Wjfc U ^ 39 mg N PS-DCC 
(1.35mmol/g) 342 mg N HOBt CD THF (0.77 mM) 0.2 ml Sr^Px., ^^T?— Bj&Ji 

#Lfc 0 ^M£f^THF2mh PS-Y V i^T^— h (1.25mmol/g) 370 mg N PS-hU^T 
5^ (3.75mmol/g) 205mg^P^ N 1 B#fflflB$Lfco RJSJ&fr**:** U # 

feftfe^S^^y jJtf/VZ)? J*Jr P-v h^^^-Y— (^ P P23WJ>,-MeOH=99 : 1~ 
97 : 3) t« Ufc 0 i O % tf>£ EtOAc 2 ml (C^f U M"? 4M HCl-EtOAc 1 ml & 
Mz., 15 ^HlJt^U *ffcH UfclS#:S:*lSl U 84 mg CD 5-# p n-N-[4-(4-^ n p 
7 « ^-2-^ /V)-5-(4- ^ n dp- vVV fc°-< 7 v> ^-1—f /V)^T ✓ — ^-2— f /i^6-[4^e/U 

«T©«1 l~2ll^ HJfe^Kti-^«i©«5§i:«jaWtt^Sr^-ro fc*^ «e*<DlB 

/AcOH : fB&g ; /TEA : h y :7/l^-pf«& ; /free : 7 y ; fc^f) . 
Syn : jRafcfrifc (^«^rO#-^^|lii^J#^-^ UT*ri-<5|SEK0|| HHSifcl-^Lfc: 

R A , R B , R c , R D , R E , R F , R°, R H , R 1 : CDW.W& (nPen : / /W/WO^/K cPen : 

is? p^>^K V i ny i : naph : Ms : ^ ^^^/V^^/K oxo : 

=¥y, Py : t°y v'/K pra : fcT9 ^-3-</K ttrz : ^ h 7 ^-5-f /K bimid : -< 
»^ 5 A\ oxido : h\ di tri : -tft-efc^Xt* h y ( 2o 
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(*11) 




Ex 


R A ; R B ; R c 


Data 


1 


R A :4-cyano-Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


490. 


2 


R A :2-MeO-4-py ; R B :5-Cl-2-The ; R c :4-cHex-pipa 


518. 


3 


R A :2-MeO-4-py ; R B :5-Cl-2-The ; R c :4-nPr-pipe 


477. 


4 


R A :3-Cl-4-HO(CH 2 ) 2 0-Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


559. 


5/free 


R A :5,6-diCl-3-py ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


556. 


6 


R A :5-Cl-6-HO-3-py ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


538. 


7/TFA 


R A :3-Cl-4-HOCH 2 CH(Me)0-Ph ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


595. 


o 
o 


R A -1 F-A TJn.PVi • n B -d~C)-0 -Thf • R C "4-r"Hev-nir>a 


521. 


Q 


rAo pi A.MncrH,Vfl.Pli • R B -4-d-9-The 1 R C, 4-eHex-Tiir>a 


581 


1 u/nCUn 


R A -9 \/f<*0_4 tw • R B -4_r , 1-9-T1i*> • R C, nrna 


436 


11 


R A -9 \/t»*0 4 rw • R B -9_Thp • R C, 4-rHf»v-nina 


484 


19 


pA.c pi ^ HD/THAn.l.nv • R B, 4_P1-9-The • R C '4-rHev-r»ina 


582 


1 <*/fr*a<a 

i o/iree 


pA.<r pi_ / <_^ < i./''Ptp 0 p s i. r ii r ,p"\_ / 3_ r ,v • R B- 4-r , l-9-The • R C, 4-cHex-r>ina 


677 


14 


R A, 9.Mf»0-4-nv • R B -4-Pl_9-Thp ■ R c, 4-Rn-ni«a 


526 


1C 


R A -4-H^T\jr , W,_PVi • R B -4-Pl-9-The • R C "4-cT : Iex-r>iT>a 


516. 


1ft 


R A -S-r , l-< : >-C4-rHOoPVr»ine^-3-r)v ■ R B *4-Cl-2-The • R c, 4-cHex-Dit>a 


649. 


17 


R A, 4-ffl^NOCVCHoVPh * R B '4-F-Ph * R c *4-cHex-Dir>a 


522. 


18 

» 


R A : O ; R B :4-F-Ph ; R .4-cHex-pipa 

v y n 


576. 


19 


R A :2,3-diHO-quinoxalin-6-yl ; R B :4-F-Ph ; R c :4-cHex-pipa 


549. 


20 


R A :4-HOCH 2 -Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


495. 


21/free 


R A :4-(ttrz-CH 2 )-Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


547. 


22 


R A :4-((Me0 2 C)-HNCH 2 )-Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


552. 


23 


R A :4-MsHNCH 2 -Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


572. 


24/free 


R A :4-((Me0 2 C)-OCHN)-Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


566. 


25/free 


R A :4-(MeO(CH 2 ) 2 -(OCHN))-Ph ; R B :4-F-Ph ; R c :4-cHex-pipa 


566. 


26 


R A :2-MeO-4-py ; R B :4-F-Ph ; R c :pipa 


414. 


27 


R A :2-MeO-4-py ; R B :4-F-Ph ; R c :4-allyl-pipa 


454. 


28 


R A :2-MeO-4-py ; R B :4-Cl-2-The ; R c :l-oxido-tmor 


469. 


29 


R A :2-MeO-4-py ; R B :4-Cl-2-The ; R c :4-(l-oxido-tmor)-pipe 


552. 


30 


R A :3-Cl-4-(HOCH 2 CH(OH)CH 2 0)-Ph ; R B :4-Cl-2-The ; 
R c :4-cHex-pipa 


611. 



WO 03/062233 
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Ex 


nA . nB . nC 

R ; R ; R 


uata 


31 


R :3-Me-4-HO(CH2)20-Ph ; R :4-Cl-2-The ; R .4-cHex-pipa 


561. 


32 


R :2-MeO-4-py ; R :4-Cl-2-The ; R :l,l-dioxido-tmor 


A O C 

485. 


33 


R A :2-Me0 2 C-quinolin-6-yl ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


595. 


| 34 


R A :7-HO-quinolin-3-yl ; R B :4-Cl-2-The ; R~4-cHex-pipa 


554. 


35 


R A :3-Cl-4-H 2 N-Ph ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


536. 


36 


R A :5-Cl-6-(4-((H0 2 C)-CH 2 )-pipe)-3-py ; R B :4-Cl-2-The ; 
R°:4-cHex-pipa 


663. 


37 


R A :5-Cl-6-(4-(H 2 NOC)-pipa)-3-py ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


649. 


38 


R A :5-Cl-6-(4-cyano-pipe)-3-py ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


630. 


39 


R A :5-Cl-6-(4-(MsHN-OC)-pipe)-3-py ; R B :4-Cl-2-The ; 
R c :4-cHex-pipa 


726. 


40 


R A : CI ; R B :4-Cl-2-The ; 

-^Uch° O 

H N — / NMs 

R c : 4-cHex-pipa 


878. 


41 


R A :5-Cl-6-(4-((H0 2 C)-CH 2 -(Me)NOC)-pipe)-3-py ; R B :4-Cl-2-The ; 
R c : 4-cHex-pipa 


720. 


42 


R A :5-Cl-6-(4-(mor-OC)-pipe)-3-py ; R B :4-Cl-2-The ; R c :4-cHex-pipa 


718. 



(Si 2) 



o 



Ex 


R A 


R B 


R c 


MS 


Syn 


43 


3,5-diMeO-Ph 


4-F-Ph 


-N(Me)((CH 2 ) 2 OMe) 


446. 


2 


44 


3,5-diMeO-Ph 


4-F-Ph 


-N(Me)((CH 2 ) 2 NMe 2 ) 


459. 


2 


45 


3,5-diMeO-Ph 


4-F-Ph 


-N(Me)((CH 2 ) 3 NMe 2 ) 


473. 


2 


46 


3,5-diMeO-Ph 


4-F-Ph 


-N(Me)((CH 2 ) 2 N(Me)(cHex)) 


527. 


2 


47 


3,5-diMeO-Ph 


4-F-Ph 


-N(Me)((CH 2 ) 2 -pipe) 


499. 


2 


48 


2-MeO-4-py 


4-Cl-2-The 


-N(Me)((CH 2 ) 3 -mor) 


508. 


5 


49 


2-MeO-4-py 


4-Cl-2-The 


-N(Me)(l -nBu-pyrrolidin-3-yl) 


506. 


5 


50 


2-MeO-4-py 


4-Cl-2-The 


-N(Me)(l -nBu-piperidin-4-yl) 


520. 


5 


51 


2-MeO-4-py 


4-Cl-2-The 


-N(Me)(quinuchdin-3-yl) 


490. 


5 


52 


2-MeO-4-py 


4-Cl-2-The 


-N(cHex)((CH 2 ) 2 -mor) 


562. 


5 
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Ex 


R A 


R B 


R c 


MS 


Syn 


53 


2-MeO-4-py 


4-F-Ph 


imid 


396. 


2 


54 


2-MeO-4-py 


4-F-Ph 


4-Ph-imid 


472. 


2 


55 


2-MeO-4-py 


4-F-Ph 


3-pipe-azet 


468. 


2 


56 


2-MeO-4-py 


4-Cl-2-The 


tmor 


453. 


5 


57 


2-MeO-4-py 


4-Cl-2-The 


3 -(4-nPr-pipe)-azet 


532. 


5 


58 


quinolin-6-yl 


4-Cl-2-The 


mor 


457. 


5 



(*14) 




Ex 


R A 


R B 


R D 


MS 


Syn 


59 


2-MeO-4-py 


4-F-Ph 


4-nPr 


455. 


3 


60 


2-MeO-4-py 


4-F-Ph 


4-nPrO 


471. 


3 


61 


2-MeO-4-py 


4-F-Ph 


4-mor 


498. 


2 


62 


2-MeO-4-py 


4-F-Ph 


4-Ph-4-AcHN 


MM;545. 


3 


63 


quinolin-6-yl 


4-F-Ph 


4-nPr 


475. 


2 


64 


3-F-4-HO-Ph 


4-Cl-2-The 


4-nPr 


480. 


8 


65/free 


3-F-4-MeOCH 2 0- 
Ph 


4-Cl-2-The 


4-nPr 


524. 


5 


66 


2-MeO-4-py 


4-Cl-2-The 


4-nPr 


477. 


5 ! 


67 


quinolin-6-yl 


4-Cl-2-The 


4-nPr 


497. 


5 


68 


2-MeO-4-py 


4-Cl-2-The 


2-((Me 2 N)-CH 2 ) 


492. 


5 


69 


2-MeO-4-py 


4-Cl-2-The 


3-((Me 2 N)-CH 2 ) 


492. 


5 


70 


2-MeO-4-py 


4-Cl-2-The 


4-(Me)(nPr)N 


506. 


5 


71 


2-MeO-4-py 


4-Cl-2-The 


4-(Me)(cHex)N 


546. 


5 


72 


2-MeO-4-py 


4-Cl-2-The 


4-(Me)((F 3 C)-CH2)N 


546. 


5 


73 


2-MeO-4-py 


4-Cl-2-The 


4-(Me)((F 3 C)-(CH 2 )2)N 


560. 


5 


74 


2-MeO-4-py 


4-Cl-2-The 


4-mor 


520. 


5 


75 


2-MeO-4-py 


4-Cl-2-The 


4-tmor 


536. 


5 


76 


2-MeO-4-py 


4-Cl-2-The 


4-pipe 


518. 


5 


77/free 


5,6-diCl-3-py 


4-Cl-2-The 


4-pipe 


556,558. 


5 


78/free 


5,6-diCl-3-py 


4-Cl-2-The 


4-(3-F-pyrr) 


560. 


5 


79 


quinolin-6-yl 


5-Cl-2-The 


4-nPr 


497. 


3 


80 


quinolin-6-yl 


5-Cl-2-The 




495. 


3 
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(*1 5) 




Ex 


R A 


R B 


R E 


MS 


Syn 


81/free 


2-MeO-4-py 


4-F-Ph 


4-((H0 2 C)-CH 2 ) 


472. 


16 


82/free 


2-MeO-4-py 


4-F-Ph 


4-((Et0 2 C)-CH 2 ) 


500. 


27 


83 


2-MeO-4-py 


4-F-Ph 


4-Bn0 2 C 


547. 


2 


84 


2-MeO-4-py 


4-F-Ph 


4-(cyano-CH 2 ) 


MM;452. 


27 


85 


2-MeO-4-py 


4-F-Ph 


4-C(Me 2 N)-(CH 2 ) 2 ) 


485. 


27 


86 


2-MeO-4-py 


4-F-Ph 


(trans)-2 J 5-diMe-4-nBu 


498. 


3 


87 


2-MeO-4-py 


4-Cl-2-The 


3-oxo 


450. 


5 


88 


2-MeO-4-py 


4-Cl-2-The 


4-nPr 


478. _J 


5 


89 


2-MeO-4-py 


4-Cl-2-The 


4-nBu 


492. 


14 


90 


2-MeO-4-py 


4-Cl-2-The 


(3R*,5S*)-3,5-diMe-4-nPr I 


506. 


5 


91 /free 


2-MeO-4-py 


4-Cl-2-The 


4-((H0 2 C)-CH 2 ) 


494. 


16 


92 


2-MeO-4-py 


4-Cl-2-The 


4-C(Et0 2 C)-CH 2 ) 


522. 


14 


93 


2-MeO-4-py 


4-Cl-2-The 


4-((Me 2 NOC)-CH 2 ) 


521. 


25 


94 


2-MeO-4-py 


4-Cl-2-The 


4-((pipe-OC)-CH 2 ) 


561. 


25 


95 


2-MeO-4-py 


4-Cl-2-The 


4-((2-py)-CH 2 ) 


527. 


14 


96 


2-MeO-4-py 


4-Cl-2-The 


4-((2-The)-CH 2 ) 


532. 


14 


97 


2-MeO-4-py 


4-Cl-2-TTie 


4-C(2-oxo-pytr)-(CH 2 ) 2 ) 


547. 


27 


98 


2-MeO-4-py 


4-Cl-2-The 


4-cPen 


504. 


14 


99 


2-MeO-4-py 


4-Cl-2-The 


4-(4-Et-cHex) 


546. 


14 


100 


2-MeO-4-py 


4-Cl-2-The 


4-cHept 


532. 


5 


101 


2-MeO-4-py 


4-Cl-2-The 


4-(allyl-0 2 C) 


519. 


5 


102 


2-MeO-4-py 


4-Cl-2-The 


4-(tetrahydro-2H-pyran-4-y 
1) 


520. 


14 


103 


3-Cl-4-HO(C 
H 2 ) 2 0-Ph 


4-Cl-2-The 


4-nPr 


541. 


9 


104/free 


5,6-diCl-3-py 


4-Cl-2-The 


4-nPr 


516. 


5 


105 


5-Cl-6-HO(C 
H 2 ) 2 HN-3-py 


4-Cl-2-The 


4-nPr 


541. 


13 
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LA 




R B 


MS 


Syn 


10fi 




j 1 3 w A 11 


546 


5 


107 


z~lvjLCW-'+-py 


4-For-Ph 

*tt 3 v_-» x u 


546 


2 


10ft 
I uo 


z -ivjLc w -*+-py 




522 


16 

1 \J 


10Q 


z -ivic v-*r" py 


i JljL 2 JLN w i 11 


521 


17 

X 1 


110 


Z"ivj.ev-/- t r"" py 


j oy aiiw jt ii 


503 


5 


111 


0 -A/Tp»0 -4 »nv 


4 -f* VP n o-l^Vi 

T"vjrCUlv 1 11 


503. 


2 


119 
i I z. 


Z* J.VJ.G VJ~H Py 


4-A/TpoN-Ph 

T""ivic2i i l ii 


521 


2 


11^ 


z "lvicw -*t py 


4-.0-.N-Ph 


523 


2 
*-> 




j ,\j-qia^i- j py 


-J V-»l 1 11 


550 


5 




J ? tj-viiv^i-o -py 


J 1 3 v"Jr ii 


584 


5 


11fi 




5-A/fe-2-Fiir 


482 


2 


117 


9 - A/f rO-4-tyv 


3-F-2-The 

-J JL j£> JL 11 w 


502. 


5 


118 


9 - A/f pO-4-n v 


4-F-2-The 


502. 


5 


11Q 


9 -A/fp O-4-nv 


5-F-2-The 


502. 


5 


120 


9 -A/T eO-4-n v 


3-Cl-2-The 


518. 


5 


121 


3-F-4-HO-Ph 

J JL • J- J. XX 


5-Cl-2-The 


521. 


8 


122/free 


3 ~F-4 -MeOCH? O-Ph 


5-Cl-2-The 




5 


123 


3-F-4-MeOfCH9^0-Ph 


5-Cl-2-The 


579. 


3 


124 


3,5-diF^-MeO(CH 2 ) 2 0-Ph 


5-Cl-2-The 


597. 


3 


125 


3-Cl-4-HO(CH 2 ) 2 0-Ph 


5-Cl-2-The 


581. 


9 


126 


3-Cl-4-MeO(CH 2 ) 2 0-Ph 


5-Cl-2-The 


595. 


3 


127/free 


3-Cl-4-TBSO(CH 2 ) 2 0-Ph 


5-Cl-2-The 


695. 


5 


128 


2-Cl-6-Me-4-py 


5-Cl-2-The 


536. 


3 


129 


2-Cl-6-MeO-4-py 


5-Cl-2-The 


552. 


3 


130 


5-MeO-3-py 


5-Cl-2-The 


518. 


3 


131 


2-MeO-6-Me-4-py 


5-Cl-2-The 


532. 


3 


132/free 


2,6-diMeO-pyrimidin-4-yl 


5-Cl-2-The 


549. 


3 


133 


quinolin-6-yl 


5-Cl-2-The 


538. 


3 


134 


2-MeO-4-py 


5-Cl-3-The 


518. 


5 


135 


2~MeO-4-py 


4-Br-2-The 


562,564. 


5 


136 


2-MeO-4-py 


5-Br-2-The 


562,564. 


2 


137 


2-MeO-4-py 


4-F-5-CL-2-The 


536. 


5 


138 


2-MeO-4-py 


4,5-diCl-2-The 


552. 


5 


139 


2-MeO-4-py 


4-Me-2-The • 


498. 


5 


140 


2-MeO-4-py 


5-Me-2-The 


498. 


2 
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(*17) 

a - 



Ex 


R A 


MS 


Syn 


141 


4-(cyano-CH 2 )-Ph 


504. 


2 


142 


3-((H0 2 C)-CH 2 )-Ph 


523. 


16 


143 


4-((H0 2 C)-CH 2 )-Ph 


523. 


16 


144 


3-((Me0 2 C)-CH 2 >Ph 


537. 


5 


145 


4-((Me0 2 C)-CH 2 )-Ph 


537. 


5 


146 


3-((H 2 NOC)-CH 2 )-Ph 


522. 


17 


147 


O O 

^ — t 

/=\ ) \ 

OEt 


604. 


2 


148/free 


4-AcOCH2-Fn 


!>3 /. 


z 


149 


A tlOXTOTT Til- 


AO A 




150 


A A ^TTXT/~^tT T1"U 


DJO. 


z 


loi/Tree 


4-xiOCrlN Cxl2-i h 


KQA 


z 






/. 


0 
z 


1 DO 


4-^ri2-LN U20 J"XlJN \^ii2j-x\Q 




0 

<& 


I o*t 






9 


155 


4-(Y2-oxo-ovrrVCH9VPh 


562. 


2 


156 


4-(cyano-(CH 2 ) 2 )-Ph 


518. 


5 


157 


4-((E)-2-cyanovinyl)-Ph 


516. 


5 


158 


3-F-4-F 3 C-Ph 


551. 


1 


159 


3-F-4-((Me 2 N)-CH 2 )-Ph 


540. 


2 


160 


3-cyano-Ph 


490. 


1 


161 


3-Cl-4-((H0 2 C)-CH 2 0)-Ph 


573. 


16 


162 


3-Cl-4-((Me0 2 C)-CH 2 0)-Ph 


587. 


2 


163 


3-Cl-4-MeO(CH 2 ) 2 0-Ph 


573. 


2 


164 


3-F-4-((Me 2 N)-(CH 2 ) 2 0)-Ph 


540. 


2 


165 


4-PhO-Ph 


557. 


2 


166 


4-(4-HO-PhO)-Ph 


573. 


8 


167/free 


4-(4-MeOCH 2 0-PhO)-Ph 


617. 


5 


168/free 


4-H 2 N-Ph 


480. 


9 


169/free 


4-BocHN-Ph 


580. 


2 


170 


4-MsHN-Ph 


558. 


2 
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Ex 


R A 


MS 


Syn 


171 


4-((H0 2 C)-CH 2 HN>Ph 


538. 


16 


172/free 


4-((Et0 2 C)-CH 2 HN)-Ph 


566. 


14 


173/free 


4-(MeOCH 2 -(OCHN))-Ph 


552. 


24 


174 


4-C(H0 2 C)-(OCHN))-Ph 


552. 


16 


175 


4-mor-Ph 


550. 


5 


176 


4-pipa-Ph 


549. 


15 


177 


4-(4-Me-pipa)-Ph 


563. 


14 


178 


4-(4-Ac-pipa)-Ph 

\ Mr Xr J * 


591. 


5 


179/free 


4-(4-Boc-pipa)-Ph 


649. 


5 


1 80/f ree 


4-H0 3 S-Ph 


545. 


2 


181 


2-naph 


515. 


1 


182 


6-HO-2-naph 


531. 


2 


183/free 


5,6-diCl-3-py 


534. 


5 


184 


1 ,3-benzodioxolan-5-yl 


509. 


1 


185 


3 -oxo-3 ,4-dihy dro-2H- 1 ,4-benzoxazin-7-yl 


536. 


5 


186/free 


lH-indol-5-yl 


MM;503. 


2 


187 


2-Me-isoindolin-5-yl 


520. 


2 


188 


5-bimid 


505. 


2 


189 


quinolin-2-yl 


516. 


2 


190 


quinolin-3-yl 


516. 


2 


191 


quinolin-4-yl 


516. 


5 


192 


quinolin-6-yl 


516. 


2 


193 


quinolin-7-yl 


516. 


5 


194 


2-HO-quinolin-6-yl 


532. 


2 


195 


2-MeO-quinolin-6-yl 


546. 


5 


196 


isoquinolin-3-yl 


516. 


2 


197 


isoquinolin-7-yl 


516. 


5 


198/free 


2,3-diBnO-quinoxalin-6-yl 


729. 


5 


199 


imidazofl ,2-a]pyridin-6-yl 


505. 


2 



(*1 8) 




Ex 


R A 


MS 


Syn 


200 


5-Me-l-HO(CH 2 ) 3 -pra 


549. 


9 


201 /free 


5-Me-l -TBSO(CH 2 ) 3 -pra 


663. 


5 
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Ex 


R A 


MS 


Syn 


202 


3-oxo-3,4-daiydro-2H-l,4-benzoxazin-7-yl 


558. 


5 


203 


2-oxo-2,3-dihydrobenzoxazol-5-yl 


544. 


5 


204 


2-oxo-2 5 3-dihydrobenzoxazol-6-yl 


544. 


5 


205 


2-oxo-3-HO(CH 2 )2-2,3-dihydrobenzoxazol-6-yl 


588. 


9 


206/free 


2-oxo-3-TBSO(CH 2 )2-2 5 3-dihydrobenzoxa2ol-6-yl 


702. 


5 


207 


quinolin-3-yl 


538. 


5 


208 


quinolin-6-yl 


538. 


5 


209 


quinolin-7-yI 


538. 


5 


210/free 


2-Br-quinolin-6-yl 


615,617. 


5 


211 


2-H0 2 C-quinolin-6-yl 


MN;580. 


16 


212 


2-H 2 NOC-quinolin-6-yl 


581. 


5 


213/free 


7-BnO-quinolin-3 -yl 


644. 


5 


214 


isoquinolin-6-yl 


538. 


5 


215 


isoquinolin-7-yl 


538. 


5 


216 


imidazof 1 ,2-alpyridin-7-yl 


527. 


5 


217 


3.Cl-4-((l,4-dioxa-8-azaspiro[4.5]dec-8-yl)-Ph) 


662. 


5 


218/free 


3-F-4-MeOCH 2 0-Ph 


565. 


5 


219 


3,5-diF-4-HO(CH 2 )20-Ph 


583. 


7 


220 


3,5-diF-4-tBuO(CH 2 ) 2 0-Ph 


639. 


5 


221 


3,4,5-triF-Ph 


541. 


5 


222 


3-Cl-5-F-4-HO(CH 2 ) 2 0-Ph 


599. 


9 


223/free 


3-Cl-5-F-4-TBSO(CH 2 ) 2 0-Ph 


713. 


5 


224 


S-Cl^-MeOCCH^HNCtfe-Ph 


608. 


15 


225/free 


3-Cl-4-MeO(CH 2 ) 2 N(Boc)CH 2 -Ph 


708. 


5 


226 


3-Cl-4-HO-Ph 


537. 


8 


227/free 


3-Cl-4-MeOCH 2 0-Ph 


581. 


5 


228 


3-Cl-4-((tetrahydro-2-fur)-CH 2 0)-Ph 


621. 


5 


229 


3-Cl-4-MeO(CH 2 ) 2 0-Ph 


595. 


5 


230/free 


3-Cl-4-TBSO(CH 2 ) 2 0-Ph 


695. 


5 


231 


3-Cl-4-H 2 N(CH 2 ) 2 0-Ph 


580. 


15 


232/free 


3-Cl-4-BocHN(CH 2 )20-Ph 


680. 


5 


233 


3-Cl-4-tBuOCH 2 CH(Me)0-Ph 


651. 


5 


234 


3-Cl-4-HO(CH 2 ) 3 0-Ph 


595. 


9 


235/free 


3-Cl-4-TBSO(CH 2 ) 3 0-Ph j 


709. 


5 


236 


3-Cl-4-(tetrahydro-3-fur-0)-Ph 


607. 


5 


237 


3 5 5-diCl-4-HO-Ph 


571 


5 


238 


3,5-diCl-4-HO(CH 2 ) 2 0-Ph 


615. 


9 


239/free 


3,5-diCl-4-TBSO(CH 2 ) 2 0-Ph 


729. 


5 


240 


3-Br-4-HOCCH 2 ) 2 0-Ph 


625,627. 


9 


241/free 


3-Br-4-TBSO(CH 2 ) 2 0-Ph 


739,741. 


5 


242 


4-((Me 2 IS0-CH 2 )-Ph 


544. 


14 


243/free 


4-BocHNCH 2 -Ph 


616. 


5 
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(*18«#) 



Ex 


R A 


MS 


Syn 


244 


3-Me-4-AcO(CH 2 ) 2 0-Ph 


603. 


5 


245 


2-MeO-4-py 


518. 


5 


246 


5-Cl-6-MeO-3-py 


552. 


5 


247 


2-EtO-4-py 


532. 


5 


248 


5-Cl-6-(HO(CH 2 ) 2 )(Me)N-3-py 


595. 


13 


249 


5-Cl-6-HO(CH 2 ) 2 HN-3-py 


581. 


13 


250 


5-Cl-6-HO(CH 2 ) 3 0-3-py 


596. 


12 


251 


2-AcO(CH 2 ) 2 0-4-py 


590. 


5 


252 


2-HO(CH 2 )20-4-py 


548. 


31 


253 


5-Cl-6-HO(CH 2 ) 3 HN-3-py 


595. 


13 


254 


5-Cl-6-MeO(CH 2 ) 3 HN-3-py 


609. 


13 


255 


5-Cl-6-(l-Me-pyirolidin-2-yl-(CH 2 ) 2 0)-3-py 


649. 


12 


256 


5-Cl-6-(HO(CH 2 ) 2 ) 2 N-3-py 


625. 


13 


257 


5-Cl-6-HOCH(Me)CH 2 HN-3-py 


595. 


13 


258 


5-Cl-6-((4-(4-F-Bn)-morpholin-2-yl)CH 2 HN)-3-py 


744. 


13 


259 


5-Cl-6-((Me0 2 C)-CH 2 HN)-3-py 


609. 


13 


260 


5-Cl-6-H2N(CH 2 ) 3 HN-3-py 


594. 


13 


261 


5-Cl-6-(4-HO-cHex)HN-3-py 


635. 


13 


262 


5-Cl-6-H 2 NCH 2 CHCOH)CH 2 HN-3-py 


610. 


13 


263 


5-Cl-6-(2-HO-cHex)HN-3-py 


635. 


13 


264 


5-Cl-6-HOCH 2 CH(OH)CH 2 HN-3-py 


611. 


13 


265 . 


5-Cl-6-((H0 2 C)-CH 2 HN)-3-py 


595. 


16 


266 


5-Cl-6-(3-Me-oxetan-3-yl-CH 2 0)-3-py 


622. 


12 


267 


5-Cl-6-(tetrahydro-3-Fur-CH 2 0)-3-py 


622. 


12 [ 


268 


S-Cl-e-MeOCC^^HN-S-py 


595. 


13 



(*1 9) 




Ex 


X 


R F 


R B 


R c 


MS 


Syn 


269 


CH 


4-cyano-pipe 


4-Cl-2-The 


4-nPr-pipa 


589. 


5 


270 


CH 


4-H0 2 C-pipe 


4-Cl-2-The 


4-nPr-pipa 


608. 


16 


271 


CH 


4-Et0 2 C-pipe 


4-Cl-2-The 


4-nPr-pipa 


636. 


5 


272 


CH 


4-H 2 NOC-pipe 


4-Cl-2-The 


4-nPr-pipa 


607. 


7 


273/free 


CH 


4-(PhC(Me) 2 -(HNO 
C))-pipe 


4-Cl-2-The 


4-nPr-pipa 


725. 


25 


274 


CH 


4-HO-pipe 


4-Cl-2-The 


4-nPr-pipa 


580. 


9 


275/free 


CH 


4-TBSO-pipe 


4-Cl-2-The 


4-nPr-pipa 


694. 


5 


276 


N 


4-H0 2 C-pipe 


4-F-Ph 


4-cHex-pipa 


627. 


16 


277/free 


N 


4-Et0 2 C-pipe 


4-F-Ph 


4-cHex-pipa 


655. 


13 
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mi 9m%) 



Ex 


X 


R F 


R B 


R c 


MS 


Syn 


278 


N 


4-H0 2 C-pipe 


3-Cl-Ph 


4-cHex-pipa 


643 


16 


279 


N 


4-Et0 2 C-pipe 


3-Cl-Ph 


4-cHex-pipa 


671. 


13 


! 280 


N 


4-H0 2 C-pipe 


3-F 3 C-Ph 


4-cHex-pipa 


677. 


16 


281 


N 


4-Et0 2 C-pipe 


3-F 3 C-Ph 


4-cHex-pipa 


705. 


! 13 


282 


N 


4-H0 2 C-pipe 


4-Cl-2-The 


4-nPr-pipa 


609. 


16 


283/free 


N 


4-Et0 2 C-pipe 


4-Cl-2-The 


4-nPr-pipa 


637. 


13 


284 


N 


4-H 2 NOC-pipe 


4-Cl-2-The 


4-nPr-pipa 


608. 


13 


285 


N 


4-HO-pipe 


4-Cl-2-The 


4-nPr-pipa 


581. 


13 


286 


N 


4-H0 2 C-pipe 


4-Cl-2-The 


4-(3 -F-pyrr)-pipe 


653. 


16 


287/free 


N 


4-Et0 2 C-pipe 


4-Cl-2-The 


4-(3 -F-pyrr)-pipe 


681. 


13 


288 


N 


4-H 2 NOC-pipe 


4-Cl-2-The 


4-pipe-pipe 


648. 


13 



(*2 0) 




Ex 


R G 


R H 


Y 


MS 


Syn 


289 


CI 


H 


CH-cyano 


629. 


5 


290 


CI 


H 


CH-C0 2 H 


648. 


16 


291 


CI 


H 


CH-C0 2 Et 


676. 


5 


292 


CI 


H 


CH-CONH 2 


647. 


17 


293 


CI 


H 


CH-OH 


620. 


9 


294/free 


CI 


H 


CH-OTBS 


734. 


5 


295 


Br 


H 


CH-C0 2 H 


694. 


16 


296/free 


Br 


H 


CH-C0 2 Et 


722. 


5 


297 


Br 


H 


CH-CONH 2 


693. 


25 


298 


F 


F 


CH-cyano 


631. 


5 


299 


F 


F 


CH-C0 2 H 


650. 


16 


300/free 


F 


F 


CH-C0 2 Et 


678. 


5 


301 


F 


F 


CH-CONH 2 


649. 


25 


302 


F 


CI 


CH-cyano 


647. 


5 


303 


F 


CI 


CH-C0 2 H 


666. 


16 


304 


F 


CI 


CH-C0 2 Et 


694. 


5 


305 


F 


CI 


CH-CONH 2 


664. 


7 


306/free 


F 


CI 


CH-CONH-C(Me) 2 Ph 


783. 


25 


307/free 


F 


CI 


NH 


623. 


15 


308 


F 


CI 


N-(2-HO-Bn) I 


729. 


14 
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Ex 


R G 


R H 


Y 


MS 


Syn 


309 


F 


CI 


N-CH2-CO2H 


681. 


16 


310/free 


F 


CI 


N-CH 2 -C0 2 Et 


709. 


14 


311 


F 


CI 


N-CH2-CONH2 


680. 


25 


312/free 


F 


CI 


N-Boc 


723. 


5 


313 


F 


CI 


N-CO-CH 2 OMe 


695. 


24 


314 


F 


CI 


N-CO-CO2H 


695. 


16 


315/free 


F 


CI 


N-CO-C0 2 Et 


723. 


24 


316 


F 


CI 


N-SO2NH2 


702. 


15 


317/free 


F 


CI 


N-SO2NHB0C 


802. 


23 



(M2 1) 



a 



c, ~~Vs ° 



Ex 


R' 


MS 


Syn 


318 


3-HO-azet 


593. 


13 


319 


3-F-pyrr 


609. 


13 


320 


(S)-2-HOCH 2 -pyrr 


621. 


13 


321 


(R)-2-HOCH 2 -pyrr 


621. 


13 


322 


3-HO-pyrr 


607. 


13 


323 


(R)-3-HO-pyrr 


607. 


13 


324 


3-Me2N-pyrr 


634. 


13 


325 


4-ttrz-pipe 


673. 


21 


326 


4-F-pipe 


623. 


13 


327 


3-HOCH 2 -pipe 


635. 


13 


328 


4-HOCH 2 -pipe 


635. 


13 


329 


2-HO(CH 2 ) 2 -pipe 


649. 


13 


330 


N / C0 2 Et 


689. 


13 


331 


4-H 2 NOC-pipe 


648. 


13 


332 


4-(MeHNOC)-pipe 


662. 


25 


333 


4-(nPrHNOC)-pipe 


690. 


42 


334 


4-(nPenHNOC)-pipe 


718. 


42 


335 


4-(cHexHNOC)-pipe 


730. 


42 


336 


4-(BnHNOC)-pipe 


738. 


42 


337 


4-((cHex-CH?>(HNOOVpipe 


744. 


42 
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Ex 


R' 


MS 


Syn 


338 


4-(MeO(CH 2 ) 2 -(HNOC))-pipe 


706. 


42 


339 


4-(EtO(CH 2 MHNOC))-pipe 


720. 


42 


340 


4-(MeO(CH 2 ) 3 -(HNOC))-pipe 


720. 


42 


341 


4-(Me 2 N(CH 2 ) 3 -(HNOC))-pipe 


733. 


42 


342 


4-(Me 2 N(CH 2 ) 4 -(HNOC))-pipe 


747. 


42 


343 


4-(Me 2 N(CH 2 ) 6 -(HNOC))-pipe 


775. 


42 


344 


4-Me 2 NOC-pipe 


676. 


25 


345 


4-((Me)(nPr)N-OC)-pipe 


704. 


42 


346 


4-(MeO(CH 2 ) 2 -((Me)NOC))-pipe 


720. 


42 


347 


4-(pipe-OCVpipe 


716. 


42 


348 


4-(tmor-OC)-pipe 


734. 


42 


349 


3-HO-pipe 


621. 


13 


350 


4-HOpipe 


621. 


13 


351 


4-H 2 N-pipe 


620. 


15 


352 


4-BnHN-pipe 


710. 


13 


353 


4-AcHN-pipe 


662. 


24 


354/free 


4-BocHN-pipe 


720. 


13 


355 


4-MsHN-pipe 


698. 


23 


356 


pipa 


606. 


13 


357 


3-HOCH 2 -4-Me-pipa 


650. 


13 


358 


4-((H0 2 C)-CH 2 )-pipa 


664 


16 


359/free 


4-((Et0 2 C)-CH 2 )-pipa 


692 


13 


360 


4-HO(CH 2 ) 2 -pipa 


650. 


13 


361 


4-MeO(CH 2 ) 2 -pipa 


664. 


13 


362 


3-oxo-pipa 

Sr fr _ 


620. 


13 


363 


3,5-dioxo-pipa 


634. 


13 


364 


4-Ac-pipa 


648. 


13 


365/free 


4-Et0 2 C-pipa 


678. 


13 


366 


4-((4-Me-pipa)-OC)-pipe 


731. 


25 


367 


4-Ms-pipa 


684. 


23 


368 


mor 


607. 


13 


369 


tmor 


623. 


13 


370 


1,4-diazepan-l-yl 


620. 


13 


371 


4- Ac- 1 ,4-diazepan- 1 -yl 


662. 


13 


372 


5-oxo- 1 ,4-diazepan- 1 -yl 


634. 


13 


373 


5-H0 2 C-isoindolin-2-yl 


683. 


16 


374 


5-Me0 2 C-isoindolin-2-yl 


697. 


13 



SkT<Dm 2 2t, ^ < o^©»^*W NMR *f—9 Sr^f. 
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(*2 2) 



Ex 


NMR 


8 


1.05-1.20(lH,m),1.21-1.36(2H^n),1.38-1.55(2H,m),1.58-1.68(lH,m),1.82-1.91(2H, 
m),2. 1 4-2.25(2H,m) 3 3.20-3.40(7H 3 m) 3 3 .55-3 .65(2H,m),7. 1 l(lH 3 dd,J=8.3 3 8.8Hz),7.4 
9(lH s s) 5 7.56(lH,s),7.83(lH 5 dd,J=1.4,8.3Hz),8.21(lH s dd 3 J=1.4,12.6Hz),10.95(lH 5 brs 

■),12.50(lH,brs). 


9 


1 .06-1 .20(lH,m),l .22-1 .36(2H,m),l .43-1 .56(2H,m),l .59-1 .68(lH,m),l .80-1 .92(2H, 
m),2.17-2.27(2H,m) 5 3.20-3.44(7H s m),3.54-3.63(2H 5 m),3.78(2H,t 5 J=4.9Hz),4.21(2H, 
U=4.9Hz),7.33(lH s d 5 J=8.8Hz),7.50(lH,d,J = l-5Hz),7.57(lH,d,J=1.5Hz),8.08(lH,dd, 
J=2 0 8 8Hz") 8 24C1H d J=2.0Hz).10.89flH s brs),12.61(lH 5 brs). 


16 


1.06-1.20(lH 3 m),1.22-1.36(2H^n),1.40-1.55(2H J m),1.58-1.70(3H,ra),1.78-2.00(4H s 
m),2.15-2.25(2H,m),2.50-2.58(lH,m),2.98-3.09(2H,m),3.23-3.40(7H > m) J 3.54-3.66(2 
H^n) s 3.93-4.02(2H,m),7.48(lH,d,J=l .5Hz),7.57(lH 5 d,J=l .5Hz),8.40(lH,d,J=l .9Hz), 
8 83C1H d J=1.9Hz\10.98aH,brs),12.28(lH !( brs) 5 12.68(lH,s). 


36 


1 .08-1 .20(lH,m),l .21-1 .38(4H,m),l .3 8-1 .55(2H,m) 3 l .60-1 .68(lH,m),l .74-2.00(4H 3 
m) 3 2.16-2.22(5H^n),2.87(2H,t,J=12.2Hz),3.20-3.34(9H,m) J 4.04(2H,d,J=13.2Hz),7.5 
OriH 7 57C1H s) 8 39aH,dJ=2.0Hz),8.83(lH,dJ=2.0Hz),10.34(lH s brs),12.09(lH 
,brs),12.66(lH,brs). 


42 


1.14-1.20(lH,m),1.21-1.32(2H,m) J 1.38-1.53(2H 5 m),1.60-1.77(5H,m) > 1.81-1.92(2H, 
m),2.14-2.25(2H,m),2.88-3.08(3H 5 m),3.30-3.37(2H,m),3.42-3.50(2H 5 m) J 3.52-3.64(4 
Hin> 3 76-3 88f9Hm) 4 05-4.12('2H,m\7.49(lH 5 dJ=1.5Hz),7.58(lH,d,J=1.5Hz) s 8.4 
0(lH s d,J=1.9Hz),8.83(lH,d 5 J=1.9Hz),10.77(lH,brs) s 12.67(lH,brs). 




0.90(3H,t 5 J=6.8Hz),1.22-1.49(7H^n) 9 1.75-1.85(2H^i) > 2.63-2.71(2H,m),3.06-3.16(2 | 
H ml 3 92f3H 7 42C1H d J=2 0Hz),7.43ClH,s) s 7.51(lH 5 dJ=2.0Hz).7.54(lH,d,J=5. 
4Hz),8.36(lH,dJ=5.4Hz),12.80(lH,brs). 


103 


0.95(3H,t 3 J=7.3Hz) 3 l .7 1-1 .82(2H,m),3 .11-3 .36(8H > m) } 3.60(2H,d,J=l 0.3Hz),3.78(2H 
,t,J=5.2Hz) J 4.21(2H,U=4.9Hz),7.33(lH,d,J=8.8Hz) s 7.50(lH,d 9 J=1.9Hz),7.58(lH,d,J 
=2 OHzl 8 08dH dd J=2 OHzJ=8.8Hz),8.24(lH s dJ=2.0Hz),10.73(lH,brs) J 12.62(lH, 

s). 


105 


0.90(3H J t J J=7.3Hz) 5 1.72-1.82(2H,m),3.11-3.33(8H^i) s 3.55-3.61(6H^n),7.22(lH,brs) 

,7.49(lH,d,J=1.5Hz),7.57(lH J d,J=1.5Hz),8.28(lH,d J J=1.9Hz) J 8.74(lH,d 5 J=2.0Hz),l 

0.88(lH,brs) 3 12.48(lH,s). 


125 


1.07-1.20(lH,m),1.22-1.36(2H,m),1.42-1.55(2H,m),1.60-1.68(lH 9 in),1.81-1.91(2H, 
m),2.16-2.26(2H,m),3.20-3.29(7H,m) J 3.56-3.65(2H.m),3.78(2H,t,J=4.9Hz),4.21(2H, 
t,J=4.9Hz),7.12(lH,d,J=3.9Hz),7.33(lH s d,J=8.8Hz) 3 7.47(lH,d,J=3.9Hz) J 8.08(lH,dd, 
J=8.8 3 2.0Hz) 3 8,23(lH,d 3 J=2.0Hz) 3 10.93(lH 3 brs) 3 12.63(lH,brs). 


204 


1.07-1.20(lH,m),1.22-1.36(2H,m) 3 1.41-1.55(2H,m) 3 1.59-1.68(lH 3 m),1.82-1.92(2H 3 
m),2.14-2.24(2H 3 m) 3 3.27-3.35(7H 3 m) 3 3.55-3.65(2H 3 m) s 7.24(lH,d,J=8.3Hz),7.50(lH 
3 d,J=l .5Hz),7.57(lH,d 3 J=l .5Hz),7.97(lH,dd 3 J=l .5,8.3Hz),8.06(lH,s) 3 10.74(lH 3 brs), 
12.13(lH 3 s) 3 12.63(lH 3 brs). 


208 


1.03-1.20(lH s m),1.21-1.36(2H,m) 3 1.38-1.55(2H 3 m) 3 1.60-1.68(lH 3 m) 3 1.82-1.91(2H 3 

m) 3 2.18-2.25(2H 3 m),3.22-3.40(7H,m) > 3.55-3.65(2H 3 m),7.52(lH,s) 3 7.58(lH,s) 3 7.76(l 

H,dd 3 J=4.2,8.3Hz) 3 8.21(lH,d 5 J=8.8Hz) 3 8.40(lH 3 dd,J=1.5 3 8.8Hz) 3 

8.67(lH > d,J=8.3Hz) 3 8.89(lH 3 d 3 J=1.5Hz),9.11(lH,d 3 J=4.2Hz) 3 11.05(lH 3 brs),12.96(l 

H 3 brs): 
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(312 2^#) 



Ex 


NMR 


214 


1.03-1.20(lH,m),1.21-1.36(2H 5 m),1.40-1.55(2H,m) s 1.60-1.68(lH,m),1.82-1.91(2H, 
m),2.18-2.28(2H,in),3.20-3.43(7H 9 m) 9 3.52-3.65(2H,m),7.52(lH,s),7.59(lH,s),8.33-8 
.40(2H 3 m),8.50(lH 3 d 3 J=8.8Hz) 3 8.73(lH 3 d 3 J=5.8Hz) 3 
8 90C1H s") 9.78C1H sU1.20nH,brs) 3 13.12(lH 3 brs). 


222 


1 .07-1 .20(lH 3 m) 3 l .21-1 .36(2H 3 m) 3 l .41-1 .54(2H,m),l .58-1 .68(lH 3 m) 3 l .80-1 .92(2H 3 
m),2.14-2.25(2H 5 m) 5 3.25-3.37(7H J m) > 3.56-3.64(2H,m),3.73(2H 5 t,J=4.9Hz),4.24(2H, 
t 5 J=4.9Hz),7.50(lH,d s J=10Hz) s 7.58(lH 5 d s J=10Hz) 3 8.01(lH ) dd,J=2.0 5 11.7Hz),8.11( 
lHbrs'i 10 77C1H brsl 12 77C1H bis). 


226 


1.06-1.20(lH,m),1.21-1.36(2H 5 m),1.42-1.56(2H,m),1.59-1.68(lH 5 m),1.81-1.91(2H, 
m),2.16-2.26(2H^n),3.20-3.45(7H,m) ) 3.54-3.63(2H 3 m) s 7.17(lH 9 d,J=8.8Hz),7.49(lH 
,d 5 J=1.4Hz) 5 7.56(lH,d,J=1.4Hz),7.94(lH s dd,J=2.4,8.8Hz),8.19(lH,d s J=2.4Hz),11.26 
(\ xj u T a\ 1 o ^ 1 n H hvi\ 

yxjr\}\}L&)yl4fJ x{x xx 9 Vxoj. 


229 


1 .06-1 .20(lH 3 m) 3 l ,22-1.36(2H,m),l .44-1 .56(2H,m),l .58-1.68(lH,m),l .80-1 .92(2H 3 
m),2.15-2.26(2H,m) J 3.17-3.47(7H^n),3.35(3H s s),3.56-3.63(2H,m),3.73(2H,t,J=3.9H 
7\ 4 "?U2H t J=3 QHz^ 7 33flH d J=8 8Hz} 7 49flH,d,J=0.9HzV7.56(lH,(LJ=0.9Hz), 
8.08(lH,dd 5 J=1.9,8.8Hz) 5 8.24(lH,d,J=1.9Hz),11.31(lH,brs),12.61(lH,brs). 


234 


1.08-1.20(lH,m),1.22-1.36(2H^n),1.41-1.55(2H,m),1.58-1.68(lH,m),1.82-1.90(2H J 
m),1.92(2H 3 t,J=6.3Hz),2.19-2.22(2H,m),3.21-3.37(7H 5 m) > 3.55-3.63(4H s m),4.25(2H, 
t T=fi Wzl 7 d T=R 8H7^ 7 50C1H s") 7 57C1H si 8 09C1H dd J=2.0,8.8Hz\8.24(' 
lH,d 3 J=2.0Hz),10.83(lH s brs),12.62(lH,brs). 


238 


1.07-1.20(lH 3 m) 3 1.22-1.36(2H 3 m),1.44-1.56(2H 3 m) 3 1.60-1.68(lH,m) 3 1.83-1.91(2H 3 
m)^.17-2.26(2H 3 m) 3 3.20-3.42(7H 3 m) 3 3.56-3.63(2H 5 m) 3 3.78(2H,t 3 J=4.9Hz),4.13(2H 3 
t T=4 QWA 7 40nH ^ 7 ^7C1H si 8 21C2H si 11 18C1H brsl 12 79flH.brs1. 


240 


1 .07- 1 .20(lH 3 m) 3 1 .22-1 .3 6(2H 3 m) 3 l .42-1 .56(2H,m) 3 1 .60-1.67(lH,m) 3 l .8 1 -1 .90(2H, | 
m) 3 2.18-2.25(2H 3 m) 3 3.17-3.43(7H 3 m) 3 3.55-3.65(2H 3 m) 3 3.78(2H 3 t 3 J=4.9Hz),4.20(2H 3 
t 3 J=4.9Hz),7.29(lH 3 d 3 J=8.8Hz) 3 7.49(lH 3 d 3 J=1.5Hz) 3 7.56(lH 3 d 3 J=1.5Hz) 3 8.12(lH 3 dd, 
T=? 4 8 RH>1 8 39flH d J=2 4Hz1 11 19C1H brsl 12.61dH.brs1. 


245 


1 .08-1 .20(lH 3 m) 3 1 .21 -1 .34(2H 3 m),l .40-1 .53(2H,m) 3 1 .60-1.68(lH 3 m),l .82-1 .89(2H, 

m) 3 2.14-2.24(2H 3 m) 3 3.22-3.45(7H 3 m) 3 3.55-3.65(2H 3 m) 3 3.95(3H 3 s) 3 7.44(lH 3 s) 3 7.50(l 

H 3 s) 3 7.54(lH 3 d 3 J=4.9Hz) 3 7.56(lH 3 s) 3 8.37(lH 3 d 3 J=4.9Hz) 3 10.61(lH 3 brs) 3 12.95(lH 3 brs 


250 


1.06-1.20(lH 3 m) 3 1.22-1.36(2H 3 m) 3 1.41-1.54(2H 3 m) 3 1.60-1.68(lH,m) 3 1.82-1.95(2H, 
m) 3 1.92(2H 3 t 3 J=6.4Hz),2.15-2.24(2H 3 m) 3 3.22-3.36(7H 3 m) 3 3.55-3.63(2H 3 m) 3 3.58(2H 3 
t 3 J=6.4Hz) 3 4.51(2H 3 t 3 J=6.4Hz) 3 7.49(lH 3 d,J=1.5Hz),7.57(lH 3 d 3 J=1.5Hz) 3 8.53(lH 3 d 3 J 
=2.0Hz) 3 8.82(lH,d 3 J=2.0Hz) 3 10.83(lH 3 brs),12.78(lH 3 s). 


253 


1.05-1.20(lH 3 m) 3 1.22-1.36(2H 3 m) 3 1.42-1.54(2H 3 m) 3 1.60-1.68(lH 3 m),1.70-1.77(2H 3 
m),1.82-1.92(2H 3 m) 3 2.15-2.25(2H 3 m) 3 3.20-3.40(7H 3 m) 3 3.45-3.65(4H 3 m) 3 3.49(2H 3 t 3 J 
=6.3Hz) 3 7.39(lH,brs) 3 7.48(lH 3 d 3 J=i:5Hz) 3 7.56(lH 3 d 3 J=1.5Hz) 3 8.27(lH 3 d 3 J=2.0Hz) 3 
8.74ClH 3 d,J=2.0Hz) 3 10.98(lH,brs),12.45(lH 3 s). 


264 


1.06-1.20(lH 3 m) 3 1.22-1.36(2H 3 m) 3 1.40-1.54(2H 3 m) 3 1.59-1.68(lH 3 m) 3 1.80-1.91(2H 3 
m) 3 2.13-2.24(2H,m) 3 3.24-3.33(9H 3 m) 3 3.55-3.45(2H 3 m) 3 3.54-3.65(2H 3 m) 3 3.68-3.75(l 
H 3 m) 3 7.01-7.07(lH 3 m) 3 7.49(lH 3 d 3 J=1.5Hz) 3 7.56(lH 3 d 3 J=1.5Hz) 3 8.29(lH 3 d 3 J=1.9Hz), 
8.74(lH 3 d 3 J=1.9Hz) 3 10.68(lH,brs),12.48(lH 3 s). 
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267 


1 .07-1 .20(lH,m),l .22-1 .36(2H,m),l .39-1 .54(2H,in),l .60-1 .75(2H,m),l .82-1 .92(2H, 
m),1.98-2.08(lH 5 m),2.13-2.24(2H,m),2.68-2.78(lH 9 m),3.22-3.37(4H^i) J 3.41-3.51(4 
Hm)3 54-3 7K3H m) 3 76-3 82f2H m) 4 32-4 45C2H m).7 50dH,d.J=l 5Hz),7.58( 
lH > d,J=1.5Hz),8.55(lH,d s J=2.0Hz) s 8.82(lH,d,J=2.0Hz),10.60(lH,brs) J 12.80(lH,s). 


270 


0.93(3H,U=7.3Hz),1.42-1.81(4H,m) s 1.90-2.00(2H,m) 5 2.40-2.48(lH^n) J 2.72-2.86(2 
H,m) 3 2.80-3.70(12H,m),7.24(lH,d,J=8.8Hz) s 7.48(lH,brs),7.55(lH J brs) > 8.03(lH s dd,J 
=1 Q 8 8H>"1 8 1 8f1 H d T=1 9HVl 1 0 68(1H brsl 12 25C1H brsl 12 58HH si 


272 


0.95(3H,t s J=7.8Hz),1.68-1.88(6H,m),2.23-2.34(lH,m),2.70-2.79(2H,m),3.10-3.19(2 

H J m) 5 3-20-3.35(5H,m),3.40-3.53(3H 5 m),3.56-3.64(2H 5 m),6.80(lH s brs) ) 7.24(lH,d,J= 

8.3Hz),7.33(lH 3 brs)7.50(lH,d,J=1.5Hz),7.58(lH s dJ=1.5Hz),8.03(lH,dd,J=2.0 s 8.3H 


274 


0.94(3H,t,J=7.3Hz), 1 .5 1 -1 .63(2H,m), 1 .71-1 .82(2H,m), 1 .83- 1 .92(2H,m),2.8 1-2.90(2 
H,m) 5 3.10-3.17(2H 3 m),3.17-3.37(8H ) m),3.55-3.63(2H,m),3.63-3.72(lH,m),7.24(lH, 
d,J=8.3Hz),7.50(lH,d,J=l .5Hz),7.58(lH,d,J=l .5Hz),8.03(lH,dd,J=l .9,8.3Hz),8. 1 8(1 
H,dJ=l .9Hz),l 0.92(lH,brs), 1 2.6 l(lH,s). 


276 


l.UD-i .zu^ixi^iTi^i .zz-i.J /^zn 3 ixij,x.^u-xOZ^Zjtt,m^ / j^on,mj,i .ou-i.y /^rt, 
m) 5 2.15-2.24(2H,m),2.50-2.52(lH^n),3.04(2H,t,J=10.8Hz),3.17-3.38(7H J m),3.47-3. 
60(2H 5 m) 5 3.98(2H s dJ=13.2Hz)J.27(2H,t,J=8.8Hz),8.15(2H,dd J J=5.8,8.8Hz),8.40(l 
H s d,J=2.0Hz) J 8.84(lH,d,J=2.0Hz),10.85(lH,brs) J 12.28(lH,brs),12.59(lH,brs). 


278 


1 .08-1 .20(lH,m),l .22-1 .36(2H.m),l .38-1 .52(2H,m),l .58-1 .75(3H,m),l .81-1.99(4H, 
i i-z.zz(ZjL%mj,z. jU-z.dz^ y-J oo^ / n,ui) 9 j.Ho-j.OH(z 
H,m) J 3.92-4.22(2H J m),7.34-7.41(lH 5 m),7.49(lH 5 d,J=7.8Hz),8.09-8.11(lH,m),8.12-8 
.17(lH,m) ) 8.41(lH,d,J=2.0Hz),8.84(lH J dJ=2.0Hz),10.55(lH,brs) 5 12.28(lH s brs) J 12. 


280 


1.08-1.20(lH,m) 5 1.21-1.38(2H s m),l,39-1.51(2H,m) 5 

1 .60-1 .73(3H,m),l .80-2.00(4H,m),2. 1 0-2.22(2H,m),2.50-2.52(lH,m),2.99-3. 10(2H, 
m),3.22-3.40(7H,m),3.52-3.62(2H,m),3.94-4.03(2H^n),7.67-7.74(2H^n),8.40(2H,d,J 
=9 fYHV* 8 48-8 «JflM H m\ 8 R VI TT H T=9 OHtI 1 0 49f 1 H tWl 1 9 98f1 TT hr«:1 1 9 6V1 

H,brs). 




0.90(3H,t, J=7.3Hz),l .5 l(2H,brs), 1 .64-1 .73(2H,m), 1 .91 -1 .99(2H,m),2.33-3.3 8(1 3H, 
ml ^ Q7C9H d 1=1 "3 2Hr > > 7 45(1 IT d 1=1 5H>1 7 53HH d J=l OHzl 8 40C1H d J=l 9H 
z),8.83(lH 5 d,J=2.J3I5z),12.00-12.50(lH,br),12.58(lH s brs). 


284 


0.95(3H,t ,J=7.3Hz),l .63-1 .83(6H,m),2.33-2.41 (1 H,m),2.95(2H,t,J=l 1 .5Hz),3.1 3-3 .4 
2(8H,m),3.60(2H,d 3 J=10.8Hz),4.07(2H,d 5 J=13.2Hz),6.80(lH,s)7.32(lH 5 s),7.50(lH,d 
,J=1 .5Hz),7.58(lH,d ,J=1 .5Hz),8.40(lH,d,J=l .9Hz),8.84(lH,d,J=l .9Hz),10.65(lH,br 
s),12.68(lH,s). 


285 


0.95(3HAJ=7.3Hz),1.47-1.55(2H,m) 9 1.72-1.91(4H,m),3.12-3.34(10H,m),3.59-3.86( 

5H,m),7.50(lH 5 d,J=1.5Hz) J 7.58(lH ) d,J=1.5Hz),8.39(lH,d,J=1.9Hz),8.82(lHAJ=l-9 

Hz),10.80(lH,brs) 5 12.66(lH,s). 


289 


1.10-1.20(lH,m)J.22-1.36(2H 5 m)1.40-1.55(2H,m) > 1.59-1.68(lH,m),1.81-1.94(4H, 
m),2.00-2.09(2H s m),2. 1 5-2.24(2H > m) J 2.98-3.07(2H,m),3,.07-3. 1 6(lH 5 m),3. 1 8-3 .35(4 
H,m) 5 3.55-3.74(7H J m),7.28(lH,d,J=8.3Hz),7.49(lH,d,J=1.5Hz),7.57(lH,d,J=1.5Hz), 
8.04(lH,dd s J=1.9,8.3Hz),8.18(lH,d,J==1.9Hz),10.82(lH,brs),12.63(lH,s). 
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290 


1.06-1.20(lH,m),1.22-1.50(4H,m),1.56-2.30(9H J m),2.39-2.48(lH,m),2.75-2.86(2H, 
m),2.80-3.80(llH,m), 

7.23(lH,d J J=8.3Hz) J 7.48(lH 5 brs),7.56(lH,brs) J 8.03(lH,dd 5 J=1.9,8.3Hz) J 8.18(lH,d s J 
=1 9Hz1 10 50C1H brs^ 12 28(1H brsl 12 68HH O 


292 


1 .08-1 .20(lH,m),l .21-1 .35(2H,m),l .3 8-1 .55(2H,m),l .58-1 .90(7H,m),2. 1 0-2.25(2H, 
m),2.22-2.36(lH,m),2.68-2.79(2H,m),3.20-3.37(7H^n),3.42-3.49(2H^n) J 3.50-3.70(2 
H,m),6.82(lH s brs),7.25(lH J d 5 J=8.8Hz),7.33(lH s brs),7.49(lH,brs),7.56(lH,brs),8.03( 
lH 5 dd,J=1.9,8.8H2),8.18(lH 9 d,J=1.9H2),10.62(lH,brs),12.61(lH 5 s). 


293 


1 .UoW.ZU^l l^llljjl .ZU-1 . JO^Zi^jni^l.JO-l.DJ^ZlT.jlllJ,!. Do-1 .Oo\JW,nij,i.oU-i .yo(^Jri, 

m) 5 2.15-2.25(2H 5 m),2.80-2.91(2H 5 m),3.20-3.40(9H,m),3.55-3.63(2H^n) J 3.63-3.71(l 
H^n) s 7.24(lH J d,J=8.3Hz),7.49(lH,d,J=1.5Hz),7.57(lH,d,J=l-5Hz),8.02(lH,dd,J=1.9 
,8.3Hz),8.18(lH 5 d,J=l-9Hz),10.98(lH J brs),12.60(lH 5 s). 


295 


2H,m) s 1.87(2H,d,J=12.2Hz),1.91-2.00(2H,m) 3 2.17(2H 5 d,J=10.3Hz),2.42-3.42(12H ) 

m) J 3.62(2H,d,J=9-7Hz),7.24(lH,d,J = =8.3Hz) 5 7.50(lH 5 d,J=1.9Hz),7.58(lH J d,J=1.4Hz) 

5 8.08(lH,dd,J=1.9 5 8.3Hz) J 8.36(lH,d,J=19Hz),9.99(lH,brs),12.27(lH,brs),12.65(lH > 

s )' 


297 


1 .06-1.19(lH,m),1.29(2H,q,J=13.2Hz),l .48(2H,q,J=l 1 .2Hz),l .64(lH,d,J=12.7Hz),l . 
71-1.91(6H J m),2.19-2.33(3H,m),2.67-2.83(2H J m),3.22-3.46(9H,m) s 3.60(2H,d 5 J=7.4 
Hz),6.81(lH,s) J 7.25(lH,d,J=8.3Hz),7.34(lH 5 s),7.50(lH,d s J=1.5Hz),7.57(lH,d J J=l-5 

WV\ 8 ftSHH T=9 9 ft /SHVk S "^/"ITI A T=1 OH^ 1ft Srt/'l H Virol 1? fi/l/'I'H' 


298 


1 .14-1 .19(lH,m),l .29(2H,q,J=l 1 .7Hz),l .48(2H,q,J=l 1 .2Hz),l .64(1 H,d,J=l 2.7Hz), 1 . 

78-1.91(4H,m),1.96-2.01(2H J m) 5 2.20(2H,d,J=10.2Hz),3.09-3.35(12H^n) 5 3.60(2H,d, 
J=8.8Hz) J 7.49(lH,dJ=i-5Hz),7.57(lH,d,J=l-5Hz) 5 7.80-7.86(2H^n),10.96(lH 3 brs),l 


299 


1.07-1.18(lH > m),1.29(2H,q,J=12.8Hz),1.47(2H > q,J=11.2Hz),1.59-1.72(3H,m),1.82-l 
.94(4H,m),2.1 9(2H,d,J=l 0.2Hz),2.42-2.46(lH,m),3. 1 3(2H,d,J=l 1 .3Hz),3.26-3.41(9 
H^n),3.60(2H s brs),7.49(lH,d,J=l-5Hz),7.57(lH,d s J=1.5Hz) > 7.77-7.86(2H > m),10.72( 


301 


1 .07-1.19(lH,m),l .29(2H,q,J=12.9Hz),1.47(2H,q,J=l 1 .0Hz),l .57-1 .72(3H,m),l .72-1 
.81(2H^n),1.86(2H,d,J=13.1Hz),2.18-2.33(3H^n),3.09(2H,t,J=11.7Hz) J 3.22-3.44(9H 
,m),3.59(2H,brs) 5 6.81(lH,s),7.31(lH ) s),7.50(lH 3 d,J=1.5Hz),7.57(lH 5 d,J=1.4Hz),7.7 
7-7 R6f2H ml 10 70HH br<?1 12 66HH s'i 


302 


1.08-1.20(lH,m),1.21-1.36(2H s m) s 1.40-1.55(2H,m),1.59-1.68(lH,m),1.78-1.91(4H, 
m) ) 1.95-2.05(2H,m),2.14-2.25(2H 5 ni),3.09-3.21(3H,m),3.21-3.45(9H^n),3.55-3.65(2 
H,m),7.50(lH 9 d,J=1.5Hz),7.57(lH,dJ=1.5Hz),7.93(lH,dd,J=2.0,12.7Hz),8.07(lH 5 br 
s),10.81(lH,brs),12.73(lH,s). 


303 


1 .08-1 .20(lH,m),l .22-1 .37(2H,m),l .42-1 .55(2H,m),l .59-1 .76(3H,m),1.81 -1 .95(4H, 
m),2.16-2.25(2H J m),2.40-2.48(lH,m),3.08-3.17(2H,m) J 3.24-3.36(7H,m),3.46-3.65(4 
H^i),7.49(lH 9 d,J=1.4Hz),7.57(lH,d,J=1.4Hz),7.89(lH,dd,J=2.0,13.2Hz),8.06(lH 5 d, 
J=2.0Hz),10.90ClH 3 brs) 5 12.25(lH,brs),12.72ClH J s). 


305 


1 .08- 1 .20(lH,m),l .20-1 .35(2H,m),l .3 8-1 .52(2H,m), 1 .58-1 .90(7H,m),2. 1 0-2.24(2H, 
m),2.25-2.36(lH 5 m) s 3.03-3.14(2H 5 m),3.15-3.35(9H,m),3.50-3.70(2H,m),6.80(lH,brs 
),7.30(lH J brs) J 7.48(lH,brs),7.56(lH > brs) > 7.90(lH 9 dd,J=2.0,13.8Hz),8.06(lH,brs),10. 
80(lH,brs),12.69(lH,s). 
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309 


1 .07-1 .20(lH,m),l .21 -1 .35(2H 5 m),l .38-1 .53(2H,m),l .58-1 .67(lH 3 m),l .80-1 .92(2H, 
m) 3 2.08-2.24(2H 3 m) 3 2.75-2.88(4H 3 m) 3 3. 1 6-3.92(1 5H,m) 3 7.49(lH,d 3 J=l .4Hz),7.53(l 
H,d 3 J=1.4H2) 3 7.92(lH > dd,J=2.0,13.2Hz),8.06(lH,s),12.7(lH } s). 


311 


1.08-1.18(lH,m) 9 1.22-1.35(2H J xn) J 1.42-1.56(2H > m),1.58-1.68(lH,m) ! 1.82-1.92(2H 5 
m) s 2.18-2.26(2H,m),3.24-3.50(9H,m) 5 3.51-3.68(8H,m),4.04(2H J s),7.50(lH,d,J=1.5H 
z),7.58(lH,d,J=1.5Hz),7.72(lH,s) J 7.95(lH s dd,J=1.9,12.7Hz),8.05(lH,s) J 8.10(lH,s) s 8 
.32(lH,s),10.33(lH,brs),11.10(lH,brs),12.8(lH,s). 


313 


1.05-1.08(lH 5 m) 5 1.24-1.35(2H,m)1.43-1.52(2H,m),1.60-1.69(lH,m),1.82-1.92(2H s 
m),2.12-2.22(2H,m) 3 3.13-3.24(4H^i) > 3.31(3H,s),3.26-3.35(3H,m),3.46-3.64(10H,m) 
5 4.14(2H ! s),7.50(lH,d 5 J=1.4Hz),7.58(lH,d,J=1.4Hz),7.94(lH,dd J J=2.2,12.9Hz),8.09( 
lH.s),1011dH,brs')J2.76(lH,brs). 


316 


I. 01-1.20(lH,m),1.21-1.37(2H s m) s 1.41-1.57(2H,m),1.58-1.67(lH s m),1.75-1.92(2H, 
m) J 2.14-2.28(2H 3 m),3.03-3.15(4H,m),3.21-3.44(llH^i) 5 3.55-3.64(2H^i) J 6.88(2H, 
m),7.49(lH 9 d J J=1.4Hz),7.57(lH s d,J=1.4Hz),7.95(lH,dd,J=2.0,12.7Hz) ) 8.08(lH,brs), 

II. 2(lH,brs),12.7(lH,brs). 


322 


1.06-1.20(lH J m) J 1.22-1.36(2H,m),1.40-1.54(2H,m),1.58-1.68(lH,m),1.81-2.00(4H 5 
m) s 2.14-2.24(2H 5 m),3.20-3.38(7HAn),3.54-3.64(3H^n),3.73-3.81(lH J m),3.82-3.91(2 
H,m),4.33-4.39(lH,m),7.49(lH,d,J=1.5Hz),7.56(lH,d 3 J=1.5Hz),8.29(lH,d,J=2.0Hz), 
8.74(lH 3 d 3 J=2.0Hz),l 0.70(lH 3 brs) 3 12.5 1 (1H 3 s). 


328 


1 05-1 20(lHm> 1 22-1 36f4Hm") 1.41-1.55(2H,m),l.S8-1.70(2H 3 m) s 1.73-1.81(2H 3 
m) 3 1.82-1.91(2H 3 m) 3 2.17-2.26(2H 3 m) 3 2.90(2H,t > J=11.2Hz) 3 3.23-3.36(9H 3 m),3.60(2 
H 3 d,J=9.8Hz) 3 4.08(2H,d,J=12.7Hz),7.49(lH 3 d 3 J=l .4Hz) 3 7.56(lH 3 d,J=l .4Hz) 3 8.38(l ] 
H 3 d 3 J=2.0Hz) 3 8.82(lH 3 d,J=2.0Hz) 3 11.03(lH 3 brs),12.65(lH,brs). 


331 


1 .05-1 .20(lH 3 m) 5 1 .22-1 .36(2H,m) 3 l .41-1 .54(2H 3 m),1.58-l .74(3H,m) 3 1.77-1 .92(4H 3 
m) 2 16-2 24f2H m) 2 34-2.42C1H m),2.95f2H,tJ=12.2Hz),3.25-3.36(7H 3 m) 3 3.52-3. 
64(2H,m),4.07(2H 3 d,J=12.2Hz) 3 6.80(lH 3 s),7.32(lH 3 
s) 3 7.49(lH 3 d,J=1.5Hz) 3 7.57(lH,d,J=1.5Hz) 3 8.40(lH,d,J=2.4Hz) 3 8.83(lH 3 d 3 J=2.4Hz) 3 
10.73(lH 3 brs) 3 12.67(lH 3 s). 


332 


1.08-1.19(lH 3 m) 3 1.29(2H >q3 J=13.0Hz) 3 1.47(2H 3 q 3 J=11.2Hz) 3 1.60-1.82(5H 3 m) 3 1.87(2 

H, dJ=13.2Hz),2.19f2H,dJ=10.7Hz) 3 2.32-2.41(lH^),2.58(3H 3 d,J^.4Hz) 3 2.94(2H,t 
3 J=11.5Hz),3.24-3.66(9H 3 m),4.08(2H 3 d,J=12.7Hz) 3 7.49(lH 3 d 3 J=1.5Hz) 3 7.57(lH,d,J= 

I . 5Hz),7.79(lH 3 q,J=4.6Hz) 3 8.40(lH 3 d 3 J=l .9Hz) 3 8.83(lH 3 d 3 J=l .9Hz) 3 10.68(lH 3 brs) 3 l 
2.67(lH,s). 


333 


0.84(3H 3 t,J=7.3Hz) 3 1.08-1.21(lH 3 m) 3 1.22-1.34(2H 3 m) 3 1.35-1.54(4H 9 m),1.59-1.82(5 
H 3 m),1.83-1.92(2H 3 m),2.14-2.23(2H 3 m) 5 2.34-2.43(lH 3 m) 3 2.90-2.99(2H 3 m),3.01(2H 3 
q,J=6.9Hz) 3 3 .20-3 .60(7H 3 m),3.55-3 .65(2H^n),4.04-4. 1 2(2H 3 m) 3 7.50(lH 3 d, J=l .5Hz), 
7.58(lH 3 d 3 J=1.5Hz) 3 7.83(lH,t 3 J=5.8Hz),8.40(lH,d 3 J=2.4Hz) 3 8.83(lH 3 d 3 J=2.4Hz) 3 10. 
53(lH,brs) 3 12.68(lH 3 brs). _ 


338 


1.13-1.20(lH s m) 3 1.21-1.35(2H 3 m) 3 1.42-1.55(2H^ii),1.58-1.74(7H 3 m) 5 2.16-2.23(2H 5 
m) 3 2.38-2.46(lH 3 m)2.88-3.00(2H 3 m) 3 3.18-3.36(7H 3 m) 3 3.25(3H,s),3.48-3.68(6H 3 m),4 
.08-4.13(2H 3 m) 3 7-.49(lH,d 3 J=1.4Hz) 3 7.56(lH J d 3 J=l 3 4Hz) 3 7.94(lH,t 3 J=5.8Hz),8.39(l 
H,d 3 J=2.0Hz) 3 8.83(lH,d 3 J=2.0Hz) 3 10.81(lH,brs) 3 12.66(lH,brs). 
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339 


I. 11 (3H,t,J=6.9Hz),l .07-1 .21 (lH,m),l .23-1 .36(2H,m),l .42-1 .52(2H,m) s l .60-1 .91 (7 
Hml2 14-2 27C2H m)2 35-2 48C1H m) 2 87-3 00(2Hjn\3.20(2H,q J=5.8Hz),3.20-3 
.42(9H J m),3.43(2H,q,J=6.9Hz) 5 3.54-3.66(2H,m) 9 4.00-4.14(2H,m),7.49(lH 3 d,J=1.4H 
z) 3 7.58(lH,d,J=l .4Hz),7.92(lH,U=5.8Hz),8.40(lH,d,J=l .9Hz),8.82(lH,d,J=l .9Hz), 

I I . 00(lH,brs),12.67(lH,brs). 


340 


1 (14- 1 IWIHm'l 1 9^-1 ^ftClT^m^ 1 46-1 SfiC2H ml 1 57-1 92<7H ml 1 63f2Ht J=6 
9Hz),2.16-2.28(2H^n)2.32-2.42(lH,m) } 2.85-2.98(2H,m),3.06-3.13(2H^n) J 3.22(3H,s 
),3 .21-3 .45(9H,m),3 .54-3 .67(2H^i),4.02-4.20(2H,m) 5 7.49(lH,d,J=l .5Hz),7.56(l H,d, 
J=l .5Hz),7.88(lH > t,J=5.5Hz),8.39(lH 9 d,J=2.0Hz),8.82(lH,d,J=2.0Hz),l 1 .27(lH,brs) 


344 


1.07-1.19(lH,m) 5 1.29(2H,q,J=12.1Hz),1.48(2H,q J J=11.2Hz),1.60-1.78(5H,m),1.86(2 
H,d,J=12.7Hz),2.20(2H,d s J=10.2Hz),2.83(3H,s) J 2.89-3.06(3H,m),3.07(3H,s),3.22-3. 
38(7H 3 m),3.60(2H,d,J=7.8Hz) s 4.09(2H J d J J=13.2Hz),7.49(lH J d,J=1.4Hz),7.57(lH,d,J 
=1 4TT7^ 8 ionw H T=9 SHV* 8 d J=2 4Hz"> 10 88(1H his) 12 66HH s") 


350 


1.07-1.20(lH 3 m) J 1.22-1.36(2H^n) s 1.41-1.56(4H,m),1.60-1.67(lH 3 m),1.80-1.92(4H, 
m) 3 2.15-2.24(2H 3 m),3.13-3.37(9H 3 m) 3 3.55-3.63(2H 3 m),3.68-3.76(lH 3 m) 3 3.79-3.87(2 
u m ^7 /iQ/'i tr h t = i 411.71 7 <,7/i u H T=i 8 "W1 H d J=2 4Hz1 8 82(1 H d J=2 4 

Hz) 3 10.92(lH 3 brs),12.66(lH 3 s). 


353 


1.06-1.20(lH^) 3 1.22-1.37(2H,m) s 1.42-1.57(4H 5 m) 3 1.59-1.68(lH 3 m) 3 1.81(3H 3 s) 3 1.8 
2-1 .90(4H,m),2. 1 6-2.26(2H 3 m),3 .07(2H 3 t,J=l 1 .2Hz) 3 3 .2 1 -3.4 1 (7H,m) 3 3 .54-3 .64(2H, 
m 1 -j oo a <witr m ~\ 7 40(1 H H T=1 4H7^ 7 ^7(1 H d T=1 4H7^ 7 90(1 H d J=7 8Hz^ 8 

IIl^ 3 J.O^-'T.VO^jjn 3 IIl^ 3 /.*T^^lXJ. 3 U 3 J 1 .*TjTZ.^ 3 / . J /^IJTXjCljJ 1 .T\LlZ*y 3 / i^v^li JjUjJ / .0X16^0. 

40(lH 3 d 3 J=1.9Hz) 3 8.84(lH,d 3 J=1.9Hz) 3 11.06(lH,brs) 3 12.67(lH,s). 


358 


1.05-1.20(lH,m) 3 1.21-1.36(2H 3 m) 3 1.42-1.55(2H 3 m) 3 1.57-1.67(lH,m) 3 1.81-1.92(2H, 
ml 2 18-2 24(2H ni).2 94-3.03C4H,m\3.18-3.80C15H,m*),7.49(lH,dJ=1.4Hz) 3 7.57(l 
H 3 d 3 J=1.4Hz) 3 8.42(lH 3 d 3 J=2.2Hz) 3 8.88(lH,d 3 J=2.2Hz) 3 11.16(lH 3 brs) 3 12.71(lH 3 brs). 


362 


1.06-1.20(lH^) 3 1.22-1.36(2H 3 m) 3 1.40-1.54(2H 3 m) 3 1.58-1.69(lH 3 m) 3 1.81-1.92(2H 3 
m) 3 2.13-2.24(2H 3 m) 3 3.23-3.38(9H 3 m) 3 3.57-3.63(2H 3 m) 3 3.77(2H 3 t 3 J=5.4Hz) 3 4.05(2H, 
brs) 3 7.49(lH 3 d 3 J=1.5Hz),7.57(lH 3 d 3 J=1.5Hz) 3 8.05(lH,brs) 3 8.45(lH 3 d 3 J=1.9Hz) 3 8.86( 
lH 3 d 3 J=l .9Hz) 3 1 0.62(lH,brs), 1 2.73(lH 3 s). 


372 


1 .07-1 .2 1 (lH,m), 1 .20-1 .37(2H,m),l .37-1 .52(2H,m), 1 .60-1 .77(lH,m), 1 .83-1 .92(2H, 
m),2.10-2.23(2H s m),2.53-2.54(2H 5 m) 5 3.15-3.37(9H,m),3.57-3.68(6H^n) > 7.50(lH,s) 5 
7.57(lH 5 s),7.63-7.70(lH,m),8.43(lH,s)8.82(lH 5 s),10.26(lH,brs),12.68(lH J brs). 



s No tefc-£4&##&* U R J , R K , R L , R M , R N , R°, R P , R Q , R R , R s , R T , R**, 
R BB , R cc , R DD , R^, R FF , R GG ^-^'t'^-ftmS^^i-c tot, 2 3 K*5V^ 

T r(No:R J ) = (A0001:HO-CH 2 -O)J £ tt, r-fb-&*#* A0001 <ZMfr£^fct— JttSfl 3 £>« 
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(M2 3) 




(No:R J )= 

(A0001:HO-CH 2 -O) > (A0002:MeO-CH2-O),(A0003:EtO2C-CH2-O) I (A0004:HO 2 C-CH 
2 -O) I (A0005:H2NOC-CH2-O),(A0006:cyano-CH 2 -O),(A0007:MeHNOC-CH2-O),(A00 
08:Me 2 NOC-CH2-O),(A0009:F3C-CH2-O),(A0010:HO-(CH2)2-O),(A0011:MeO-(CH 2 ) 

2- O),(A0012.EtO2C-(CH2)2-O),(A0013:HO2C-(CH2)2-O),(A0014:H2NOC-(CH2)2-O),( 
A0015:cyano-(CH2) 2 -O),(A0016:MeHNOC-(CH2)2-O),(A0017:Me2NOC-(CH2)2-O),( 
A0018:F 3 C-(CH 2 ) 2 -O),(A0019:HO-(CH 2 ) 3 -O),(A0020:MeO-(CH 2 )3-O),(A0021:EtO2C 
-(CH2)3-O),(A0022:HO2C-(CH2)3-O),(A0023:H2NOC-(CH2)3-O),(A0024:cyano-(CH2) 

3 - O) I (A0025:MeHNOC-(CH2)3-O) ) (A0026:Me2NOC-(CH2)3-O) ) (A0027:F 3 C-(CH2)3- 
O),(A0028:1-HO-cHex-O),(A0029:1-MeO-cHex-O),(A0030:1-EtO 2 C-cHex-O),(A00 
31 : 1 -HO 2 C-cHex-O),(A0032: 1 -H 2 NOC-cHex-O),(A0033:1 -cyano-cHex-O),(A0034: 

1- MeHNOC-cHex-O),(A0035:1-Me 2 NOC-cHex-O) > (A0036:1-F 3 C-cHex-O),(A0037: 

2- HO-cHex-O),(A0038:2-MeO-cHex-O) I (A0039:2-EtO 2 C-cHex-O),(A0040:2-HO 2 C- 
cHex-O),(A0041:2-H 2 NOC-cHex-O) I (A0042:2-cyano-cHex-O),(A0043:2-MeHNOC- 
cHex-O),(A0044:2-Me 2 NOC-cHex-O),(A0045:2-F3C-cHex-O),(A0046:3-HO-cHex- 
O),(A0047:3-MeO-cHex-O),(A0048:3-EtO2C-cHex-O),(A0049:3-HO2C-cHex-O),(A 
0050:3-H 2 NOC-cHex-O) l (A0051:3-cyano-cHex-O),(A0052:3-MeHNOC-cHex-O) l (A 
0053:3-Me 2 NOC-cHex-O),(A0054:3-F 3 C-cHex-O) I (A0055:4-HO-cHex-O),(A0056:4 
-MeO-cHex-O),(A0057:4-EtO2C-cHex-O),(A0058:4-HO 2 C-cHex-O),(A0059:4-H2N 
OC-cHex-O),(A0060:4-cyano-cHex-O),(A0061:4-MeHNOC-cHex-O),(A0062:4-Me 2 
NOC-cHex-O),(A0063:4-F3C-cHex-O),(A0064:3-HO-cPen-O),(A0065:3-MeO-cPen 
-O),(A0066:3-EtO2C-cPen-O),(A0067:3-HO2C-cPen-O),(A0068:3-H2NOC-cPen-O), 
(A0069:3-cyano-cPen-O),(A0070:3-MeHNOC-cPen-O),(A0071:3-Me 2 NOC-cPen-O 
),(A0072:3-F3C-cPen-O),(A0073:3-HO-cBu-O),(A0074:3-MeO-cBu-O),(A0075:3-Et 
O 2 C-cBu-O) 1 (A0076:3-HO 2 C-cBu-O),(A0077:3-H2NOC-cBu-O) 1 (A0078:3-cyano-cB 
u-O),(A0079:3-MeHNOC-cBu-O),(A0080:3-Me 2 NOC-cBu-O),(A0081:3-F3C-cBu-O) 
,(A0082:2-HO-cPr-O) I (A0083:2-MeO-cPr-O) ( (A0084:2-EtO 2 C-cPr-O) 1 (A0085:2-HO 
2C-cPr-O),(A0086:2-H 2 NOC-cPr-O),(A0087:2-cyano-cPr-O),(A0088:2-MeHNOC-c 
Pr-O),(A0089:2-Me2NOC-cPr-O) > (A0090:2-F3C-cPr-O),(A0091:HO-CH 2 -HN),(A009 
2:MeO-CH 2 -HN),(A0093:EtO2C-CH2-HN),(A0094:HO2C-CH2-HN), 
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(A0095:H2NOC-CH2-HN),(A0096:cyano-CH2-HN),(A0097:MeHNOC-CH 2 -HN),(A00 

98:Me 2 NOC-CH 2 -HN) l (A0099:F3C-CH 2 -HN),(A0100:HO-(CH2)2-HN),(A0101:MeO-( 

CH 2 ) 2 -HN),(A0102:EtO 2 C-(CH2)2-HN),(A0103:HO2C-(CH2)2-HN),(A0104:H 2 NOC-( 

CH 2 )2-HN),(A0105:cyano-(CH2)2-HN),(A0106:MeHNOC-(CH 2 ) 2 -HN) I (A0107:Me2N 

OC-(CH 2 ) 2 -HN),(A0108:F 3 C-(CH 2 ) 2 -HN) I (A0109:HO-(CH 2 )3-HN) ) (A0110:MeO-(CH 2 

)3-HN),(A0111:EtO2C-(CH 2 )3-HN),(A0112:HO 2 C-(CH 2 ) 3 -HN) l (A0113:H 2 NOC-(CH 2 )3 

-HNJ^AOIUxyano-CCHzJs-HNJ^AOHSiMeHNOC^CHzJs-HNJ^AOHeiMezNOC-CC 

H2)3-HN),(A0117:F3C-(CH 2 )3-HN),(A0118:1-HO-cHex-HN) l (A0119:1-MeO-cHex-HN 

),(A0120:1-EtO 2 C-cHex-HN),(A0121:1-HO 2 C-cHex-HN),(A0122:1-H 2 NOC-cHex-H 

N),(A0123:1-cyano-cHex-HN),(A0124:1-MeHNOC-cHex-HN),(A0125:1-Me 2 NOC-c 

Hex-HN),(A0126:1-F3C-cHex-HN),(A0127:2-HO-cHex-HN),(A0128:2-MeO-cHex-H 

N),(A0129:2-EtO 2 C-cHex-HN),(A0130:2-HO 2 C-cHex-HN),(A0131:2-H 2 NOC-cHex- 

HN),(A0132:2-cyano-cHex-HN),(A0133:2-MeHNOC-cHex-HN),(A0134:2-Me 2 NOC- 

cHex-HN),(A01 35:2-F 3 C-cHex-HN),(A01 36:3-HO-cHex-HN),(A01 37:3-MeO-cHex- 

HN) l (A0138:3-EtO 2 C-cHex-HN),(A0139:3-HO2C-cHex-HN) I (A0140:3-H 2 NOC-cHex 

-HN),(A0141:3-cyano-cHex-HN),(A0142:3-MeHNOC-cHex-HN),(A0143:3-Me 2 NOC 

-cHex-HN),(A0144:3-F3C-cHex-HN),(A0145:4-HO-cHex-HN),(A0146:4-MeO-cHex- 

HN),(A0147:4-EtO 2 C-cHex-HN),(A0148:4-HO 2 C-cHex-HN),(A0149:4-H 2 NOC-cHex 

-HN),(A0150:4-cyano-cHex-HN),(A0151:4-MeHNOC-cHex-HN),(A0152:4-Me 2 NOC 

-cHex-HN),(A0153:4-F 3 C-cHex-HN),(A0154:3-HO-cPen-HN) l (A0155:3-MeO-cPen- 

HN),(A0156:3-EtO2C-cPen-HN),(A0157:3-HO2C-cPen-HN),(A0158:3-H 2 NOC-cPen 

-HN),(A0159:3-cyano-cPen-HN),(A0160:3-MeHNOC-cPen-HN),(A0161:3-Me 2 NOC 

-cPen-HN),(A0162:3-F 3 C-cPen-HN),(A0163:3-HO-cBu-HN),(A0164:3-MeO-cBu-H 

N),(A0165:3-EtO 2 C-cBu-HN),(A0166:3-HO 2 C-cBu-HN),(A0167:3-H 2 NOC-cBu-HN) I 

(A0168:3-cyano-cBu-HN),(A0169:3-MeHNOC-cBu-HN),(A0170:3-Me 2 NOC-cBu-H 

N),(A0171:3-F3C-cBu-HN),(A0172:2-HO-cPr-HN) I (A0173:2-MeO-cPr-HN),(A0174: 

2-EtO 2 C-cPr-HN),(A0175:2-HO 2 C-cPr-HN),(A0176:2-H 2 NOC-cPr-HN),(A0177:2-cy 

ano-cPr-HN),(A0178:2-MeHNOC-cPr-HN),(A0179:2-Me 2 NOC-cPr-HN),(A0180:2-F 

3 C-cPr-HN) ) (A0181:HO-CH 2 -MeN),(A0182:MeO-CH 2 -MeN),(A0183:EtO 2 C-CH 2 -Me 

N),(A0184:HO 2 C-CH 2 -MeN),(A0185:H 2 NOC-CH 2 -MeN),(A0186:cyano-CH 2 -MeN),( 

A0187:MeHNOC-CH2-MeN) I (A0188:Me2NOC-CH 2 -MeN) ) (A0189:F 3 C-CH2-MeN),( 

A01 90:HO-(CH 2 ) 2 -MeN),(A01 91 :MeO-(CH 2 ) 2 -MeN),(A01 92:Et0 2 C-(CH 2 ) 2 -MeN),(A 

0193:HO 2 C-(CH 2 ) 2 -MeN) l (A0194:H 2 NOC-(CH2)2-MeN) l (A0195:cyano-(CH 2 ) 2 -MeN) 

,(A01 96:MeHNOC-(CH 2 ) 2 -MeN),(A01 97:Me 2 NOC-(CH 2 ) 2 -MeN),(A01 98:F 3 C-(CH 2 ) 2 

-MeN),(A0199:HO-(CH 2 )3-MeN) t (A0200:MeO-(CH 2 )3-MeN),(A0201:EtO 2 C-(CH 2 )3- 

MeN),(A0202:HO 2 C-(CH2)3-MeN),(A0203:H2NOC-(CH2)3-MeN),(A0204:cyano-(CH 

2)3-MeN),(A0205:MeHNOC-(CH 2 )3-MeN),(A0206:Me2NOC-(CH2)3-MeN), 
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<M2 sm%) 

(A0207:F 3 C-(CH 2 )3-MeN),(A0208:1-HO-cHex-MeN),(A0209:1-MeO-cHex-MeN) l (A 

0210:1-EtO2C-cHex-MeN) ) (A0211:1-HO 2 C-cHex-MeN) l (A0212:1-H 2 NOC-cHex-Me 

N) I (A0213:1-cyano-cHex-MeN),(A0214:1-MeHNOC-cHex-MeN),(A0215:1-Me 2 NO 

C-cHex-MeN) I (A0216:1-F 3 C-cHex-MeN),(A0217:2-HO-cHex-MeN),(A0218:2-MeO- 

cHex-MeN),(A0219:2-EtO 2 C-cHex-MeN),(A0220:2-HO 2 C-cHex-MeN),(A0221:2-H 2 

NOC-cHex-MeN),(A0222:2-cyano-cHex-MeN),(A0223:2-MeHNOC-cHex-MeN) l (A0 

224:2-Me 2 NOC-cHex-MeN),(A0225:2-F 3 C-cHex-MeN),(A0226:3-HO-cHex-MeN),( 

A0227:3-MeO-cHex-MeN),(A0228:3-EtO 2 C-cHex-MeN),(A0229:3-HO 2 C-cHex-Me 

N),(A0230:3-H 2 NOC-cHex-MeN),(A0231:3-cyano-cHex-MeN),(A0232:3-MeHNOC- 

cHex-MeN),(A0233:3-Me 2 NOC-cHex-MeN),(A0234:3-F3C-cHex-MeN),(A0235:4-H 

O-cHex-MeN),(A0236:4-MeO-cHex-MeN),(A0237:4-EtO 2 C-cHex-MeN),(A0238:4-H 

O 2 C-cHex-MeN),(A0239:4-H 2 NOC-cHex-MeN),(A0240:4-cyano-cHex-MeN),(A024 

1:4-MeHNOC-cHex-MeN),(A0242:4-Me 2 NOC-cHex-MeN),(A0243:4-F 3 C-cHex-Me 

N),(A0244:3-HO-cPen-MeN),(A0245:3-MeO-cPen-MeN),(A0246:3-EtO 2 C-cPen-Me 

N),(A0247:3-HO 2 C-cPen-MeN),(A0248:3-H 2 NOC-cPen-MeN),(A0249:3-cyano-cPe 

n-MeN),(A0250:3-MeHNOC-cPen-MeN),(A0251:3-Me 2 NOC-cPen-MeN),(A0252:3- 

F 3 C-cPen-MeN),(A0253:3-HO-cBu-MeN),(A0254:3-MeO-cBu-MeN),(A0255:3-EtO 2 

C-cBu-MeN),(A0256:3-HO 2 C-cBu-MeN),(A0257:3-H 2 NOC-cBu-MeN),(A0258:3-cy 

ano-cBu-MeN),(A0259:3-MeHNOC-cBu-MeN),(A0260:3-Me 2 NOC-cBu-MeN),(A02 

61:3-F 3 C-cBu-MeN),(A0262:2-HO-cPr-MeN) l (A0263:2-MeO-cPr-MeN),(A0264:2-Et 

O 2 C-cPr-MeN),(A0265:2-HO 2 C-cPr-MeN),(A0266:2-H 2 NOC-cPr-MeN),(A0267:2-cy 

ano-cPr-MeN),(A0268:2-MeHNOC-cPr-MeN),(A0269:2-Me 2 NOC-cPr-MeN),(A0270 

:2-F 3 C-cPr-MeN),(A0271:(oxetan-3-yl)-O),(A0272:(tetrahydrofuran-3-yl)-O) l (A0273 

:(tetrahydro-2H-pyran-3-yl)-O),(A0274:(tetrahydro-2H-pyran^-yl)-O),(A0275:(oxeta 

n-2-yl)-CH 2 -0), (A0276:(oxetan-3-yl)-CH 2 -O), (A0277: (tetrahyd rof uran-2-yl)-CH 2 -0) , 

(A0278:(tetrahydrofuran-3-yl)-CH 2 -O),(A0279:(tetrahydro-2H-pyran-2-yl)-CH 2 -O),( 

A0280:(tetrahydro-2H-pyran-3-yl)-CH 2 -O),(A0281:(tetrahydro-2H-pyran-4-yl)-CH 2 - 

O) I (A0282:(morpholin-2-yl)-CH 2 -O),(A0283:(morpholin-3-yl)-CH 2 -O),(A0284:mor-C 

H2-O),(A0285:(1,4-dioxan-2-yl)-CH 2 -O),(A0286:(oxetan-2-yl)-(CH 2 )2-O) t (A0287:(ox 

etan-3-yl)-HN),(A0288:(tetrahydrofuran-3-yl)-HN),(A0289:(tetrahydro-2H-pyran-3-yl 

)-HN) I (A0290:(tetrahydro-2H-pyran-4-yl)-HN),(A0291:(oxetan-2-yl)-CH 2 -HN),(A029 

2:(oxetan-3-yl)-CH 2 -HN),(A0293:(tetrahydrofuran-2-yl)-CH 2 -HN),(A0294:(tetrahydr 

ofuran-3-yl)-CH 2 -HN),(A0295:(tetrahydro-2H-pyran-2-yl)-CH 2 -HN),(A0296:(tetrahy 

dro-2H-pyran-3-yl)-CH 2 -HN),(A0297:(tetrahydro-2H-pyran-4-yl)-CH 2 -HN),(A0298:( 

morpholin-2-yl)-CH 2 -HN),(A0299:(morpholin-3-yl)-CH 2 -HN) ) (A0300:mor-CH 2 -HN),( 

A0301:(1,4-dioxan-2-yl)-CH 2 -HN),(A0302:(oxetan-3-yl)-MeN) ) (A0303:(tetrahydrofur 

an-3-yl)-MeN),(A0304:(tetrahydro-2H-pyran-3-yl)-MeN), 
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(A0305:(tetrahydro-2H-pyran-4-yl)-MeN),(A0306:(oxetan-2-yl)-CH 2 -MeN),(A0307:( 

oxetan-3-yl)-CH2-MeN),(A0308:(tetrahydrofuran-2-yl)-CH2-MeN),(A0309:(tetrahydr 

ofuran-3-yl)-CH 2 -MeN),(A031 0:(tetrahydro-2H-pyran-2-yl)-CH 2 -MeN),(A031 1 :(tetra 

hydro-2H-pyran-3-yl)-CH 2 -MeN),(A0312:(tetrahydro-2H-pyran-4-yl)-CH 2 -MeN),(A0 

SISrCmorpholin^-yO-CH^MeNJXAOSM^morphoIin-S-yO-CH^MeNJ^AOSISrmor-C 

Hz-MeNJ^AOSIS^I^-dioxan^-yO-CH^MeNJ^AOSiyiHOaC-CH^HCOHJ-OJ.CAOSI 

8:H 2 NOC-CH 2 CH(OH)-O),(A0319:cyano-CH 2 CH(OH)-O),(A0320:HO 2 C-CH 2 CH(O 

Me)-O),(A0321:H 2 NOC-CH 2 CH(OMe)-O),(A0322:cyano-CH 2 CH(OMe)-O),(A0323: 

HO-CH 2 CH(OH)CH 2 -O),(A0324:MeO-CH 2 CH(OH)CH 2 -O),(A0325:HO 2 C-CH 2 CH(O 

H)CH 2 -O),(A0326:H 2 NOC-CH 2 CH(OH)CH 2 -O) > (A0327:cyano-CH 2 CH(OH)CH 2 -O),( 

A0328:HO-CH 2 CH(OMe)CH 2 -O),(A0329:MeO-CH 2 CH(OMe)CH 2 -O),(A0330:HO 2 C 

-CH 2 CH(OMe)CH 2 -O),(A0331:H 2 NOC-CH 2 CH(OMe)CH 2 -O),(A0332:cyano-CH 2 CH 

(OMe)CH 2 -O),(A0333:HO 2 C-CH 2 CH(OH)-HN),(A0334:H 2 NOC-CH 2 CH(OH)-HN),(A 

0335:cyano-CH 2 CH(OH)-HN),(A0336:HO 2 C-CH 2 CH(OMe)-HN),(A0337:H 2 NOC-C 

H 2 CH(OMe)-HN),(A0338:cyano-CH 2 CH(OMe)-HN) > (A0339:HO-CH 2 CH(OH)CH 2 -H 

N),(A0340:MeO-CH 2 CH(OH)CH 2 -HN),(A0341:HO 2 C-CH 2 CH(OH)CH 2 -HN),(A0342: 

H 2 NOC-CH 2 CH(OH)CH 2 -HN),(A0343:cyano-CH 2 CH(OH)CH 2 -HN),(A0344:HO-CH 2 

CH(OMe)CH 2 -HN),(A0345:MeO-CH 2 CH(OMe)CH 2 -HN),(A0346:HO 2 C-CH 2 CH(OM 

e)CH 2 -HN),(A0347:H 2 NOC-CH 2 CH(OMe)CH 2 -HN),(A0348:cyano-CH 2 CH(OMe)CH 

2 -HN),(A0349:HO 2 C-CH 2 CH(OH)-MeN),(A0350:H 2 NOC-CH 2 CH(OH)-MeN),(A0351 

:cyano-CH 2 CH(OH)-MeN),(A0352:H0 2 C-CH 2 CH(OMe)-MeN) I (A0353:H 2 NOC-CH 2 

CH(OMe)-MeN),(A0354:cyano-CH 2 CH(OMe)-MeN),(A0355:HO-CH 2 CH(OH)CH 2 - 

MeN),(A0356:MeO-CH 2 CH(OH)CH 2 -MeN),(A0357:HO 2 C-CH 2 CH(OH)CH 2 -MeN),( 

A0358:H 2 NOC-CH 2 CH(OH)CH 2 -MeN),(A0359:cyano-CH 2 CH(OH)CH 2 -MeN),(A036 

0:HO-CH 2 CH(OMe)CH 2 -MeN),(A0361:MeO-CH 2 CH(OMe)CH 2 -MeN),(A0362:HO 2 

C-CH 2 CH(OMe)CH 2 -MeN),(A0363:H 2 NOC-CH 2 CH(OMe)CH 2 -MeN),(A0364:cyano- 

CH 2 CH(OMe)CH 2 -MeN),(A0365:HO-(CH2) 2 -(HO(CH 2 ) 2 )N),(A0366:MeO-(CH 2 ) 2 -(H 

O(CH 2 ) 2 )N),(A0367:HO 2 C-(CH 2 ) 2 -(HO(CH 2 ) 2 )N),(A0368:H 2 NOC-(CH 2 ) 2 -(HO(CH 2 ) 2 ) 

N),(A0369:cyano-(CH 2 ) 2 -(HO(CH 2 ) 2 )N),(A0370:HO-(CH 2 ) 3 -(HO(CH 2 ) 2 )N),(A0371:M 

eO-(CH 2 ) 3 -(HO(CH 2 ) 2 )N),(A0372:HO 2 C-(CH 2 ) 3 -(HO(CH 2 ) 2 )N),(A0373:H 2 NOC-(CH 2 

) 3 -(HO(CH 2 ) 2 )N),(A0374:cyano-(CH 2 ) 3 -(HO(CH 2 ) 2 )N),(A0375:HO-(CH 2 ) 2 -(MeO(CH 2 

) 2 )N) ) (A0376:MeO-(CH 2 ) 2 -(MeO(CH 2 ) 2 )N),(A0377:HO 2 C-(CH 2 ) 2 -(MeO(CH 2 ) 2 )N),(A 

0378:H 2 NOC-(CH 2 ) 2 -(MeO(CH 2 ) 2 )N),(A0379:cyano-(CH 2 ) 2 -(MeO(CH 2 ) 2 )N),(A0380: 

HO-(CH 2 ) 3 -(MeO(CH 2 ) 2 )N),(A0381:MeO-(CH 2 ) 3 -(MeO(CH 2 ) 2 )N),(A0382:HO 2 C-(CH 

2 ) 3 -(MeO(CH 2 ) 2 )N),(A0383:H 2 NOC-(CH 2 ) 3 -(MeO(CH 2 ) 2 )N),(A0384:cyano-(CH 2 ) 3 -(M 

eO(CH 2 ) 2 )N). 
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(No:R K )= 

(A0385:3-HO-pyrr),(A0386:3-MeO-pyrr),(A0387:3-HO 2 C-pyrr),(A0388:3-H2NOC-py 

rr),(A0389:3-cyano-pyrr),(A0390:3-MeHNOC-pyrr),(A0391:3-Me2NOC-pyrr),(A0392 

:3-F 3 C-pyrr) I (A0393:3-F-pyrr),(A0394:3-oxo-pyrr),(A0395:3-H 2 NO2S-pyrr),(A0396: 

3-HO 3 S-pyrr),(A0397:3-ttrz-pyrr),(A0398:3-HOCH 2 -pyrr),(A0399:3-MeOCH 2 -pyrr),( 

A0400:3-HO 2 CCH 2 -pyrr),(A0401:3-H 2 NOCCH 2 -pyrr),(A0402:3-(cyano-CH 2 )-pyrr),( 

A0403:3-HO 2 CCH 2 O-pyrr),(A0404:3-H 2 NOCCH 2 O-pyrr) ( (A0405:3-HO-pipe),(A040 

6:3-MeO-pipe),(A0407:3-HO 2 C-pipe),(A0408:3-H 2 NOC-pipe) I (A0409:3-cyano-pipe 

),(A0410:3-MeHNOC-pipe) l (A0411:3-Me 2 NOC-pipe) > (A0412:3-F 3 C-pipe),(A0413:3- 

F-pipe) ) (A0414:3-oxo-pipe),(A0415:3-H 2 NO 2 S-pipe),(A0416:3-HO 3 S-pipe),(A0417: 

3- ttrz-pipe),(A0418:3-HOCH 2 -pipe),(A0419:3-MeOCH 2 -pipe),(A0420:3-HO 2 CCH 2 -p 
ipe) l (A0421:3-H 2 NOCCH 2 -pipe) I (A0422:3-(cyano-CH 2 )-pipe),(A0423:3-HO 2 CCH 2 O 
-pipe),(A0424:3-H 2 NOCCH 2 O-pipe) 1 (A0425:4-HO-pipe),(A0426:4-MeO-pipe),(A04 
27:4-HO 2 C-pipe),(A0428:4-H 2 NOC-pipe),(A0429:4-cyano-pipe),(A0430:4-MeHNO 
C-pipe),(A0431:4-Me 2 NOC-pipe),(A0432:4-F 3 C-pipe),(A0433:4-F-pipe),(A0434:4-o 
xo-pipe),(A0435:4-H 2 NO 2 S-pipe),(A0436:4-HO 3 S-pipe),(A0437:4-ttrz-pipe),(A0438: 

4- HOCH 2 -pipe),(A0439:4-MeOCH 2 -pipe),(A0440:4-HO 2 CCH 2 -pipe),(A0441:4-H 2 N 
OCCH 2 -pipe) I (A0442:4-(cyano-CH 2 )-pipe) I (A0443:4-HO 2 CCH 2 O-pipe) 1 (A0444:4-H 
2 NOCCH 2 Q-pipe). 

(*2 5) 




(NO:R L )= 

(A0445:HO-CH 2 -O),(A0446:MeO-CH 2 -O),(A0447:EtO 2 C-CH 2 -O) I (A0448:HO 2 C-CH 
2 -O),(A0449:H 2 NOC-CH 2 -O),(A045p:cyano-CH 2 -O),(A0451:HO-(CH 2 ) 2 -O), 
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(A0452:MeO-(CH2)2-O),(A0453:EtO 2 C-(CH2)2-O),(A0454:HO 2 C-(CH2)2-O),(A0455: 
H 2 NOC-(CH 2 )2-O) > (A0456:cyano-(CH 2 )2-O) > (A0457:HO-(CH2)3-O) I (A0458:MeO-(C 

H2)3-O) ) (A0459:EtO2C-(CH2)3-O),(A0460:HO2C-(CH 2 ) 3 rO),(A0461:H 2 NOC-(CH 2 )3- 

O),(A0462:cyano-(CH 2 ) 3 -0),(A0463:HO-CH 2 -HN),(A0464:MeO-CH 2 -HN) I (A0465:Et 

O 2 C-CH2-HN),(A0466:HO 2 C-CH 2 -HN),(A0467:H 2 NOC-CH 2 -HN),(A0468:cyano-CH 

2 - HN),(A0469:HO-(CH 2 ) 2 -HN),(A0470:MeO-(CH 2 ) 2 -HN),(A0471:EtO 2 C-(CH 2 ) 2 -HN), 
(A0472:HO 2 C-(CH 2 ) 2 -HN),(A0473:H 2 NOC-(CH 2 ) 2 -HN),(A0474:cyano-(CH 2 ) 2 -HN),( 
A0475:HO-(CH 2 ) 3 -HN) ) (A0476:MeO-(CH 2 )3-HN) I (A0477:EtO 2 C-(CH 2 ) 3 -HN),(A0478 
:HO 2 C-(CH 2 ) 3 -HN),(A0479:H 2 NOC-(CH 2 ) 3 -HN),(A0480:cyano-(CH 2 )3-HN) ) (A0481: 
HO-CH 2 -MeN),(A0482:MeO-CH 2 -MeN),(A0483:EtO 2 C-CH 2 -MeN),(A0484:HO 2 C-C 
H 2 -MeN),(A0485:H 2 NOC-CH 2 -MeN),(A0486:cyano-CH 2 -MeN),(A0487:HO-(CH 2 ) 2 - 
MeN),(A0488:MeO-(CH 2 )2-MeN),(A0489:EtO2C-(CH 2 ) 2 -MeN),(A0490:HO 2 C-(CH2) 2 
-MeN),(A0491:H 2 NOC-(CH 2 ) 2 -MeN),(A0492:cyano-(CH2)2-MeN),(A0493:HO-(CH2) 

3 - MeN),(A0494:MeO-(CH2) 3 -MeN),(A0495:EtO2C-(CH 2 )3-MeN),(A0496:HO 2 C-(CH 2 
) 3 -MeN),(A0497:H 2 NOC-(CH 2 )3-MeN),(A0498:cyano-(CH 2 ) 3 -MeN). 



(A0499:2-HO 2 C-azet),(A0500:2-H 2 NOC-azet),(A0501:2-cyano-azet),(A0502:2-Me 

HNOC-azet),(A0503:2-Me 2 NOC-azet),(A0504:2-(MeO(CH 2 ) 2 -(HNOC))-azet),(A050 

5:2-(MeO(CH 2 ) 3 -(HNOC))-azet),(A0506:2-(mor-OC)-azet),(A0507:2-F 3 C-azet),(A05 

08:2-oxo-azet),(A0509:2-H 2 NO 2 S-azet),(A0510:2-HO 3 S-azet),(A0511:2-ttrz-azet),( 

A0512:2-HOCH 2 -azet),(A0513:2-MeOCH 2 -azet),(A0514:2-HO 2 CCH 2 -azet),(A0515: 

2-H 2 NOCCH 2 -azet),(A0516:2-(cyano-CH 2 )-azet),(A0517:2-HO(CH 2 ) 2 -azet),(A0518: 

2-MeO(CH 2 ) 2 -azet),(A0519:2-HO 2 C(CH 2 ) 2 -azet),(A0520:2-H 2 NOC(CH 2 )2-azet),(A0 

521:2-(cyano-(CH 2 )2)-azet),(A0522:3-HO-azet),(A0523:3-MeO-azet),(A0524:3-HO 

2C-azet),(A0525:3-H2NOC-a2et),(A0526:3-cyano-azet),(A0527:3-MeHNOC-azet),( 

A0528:3-Me 2 NOC-azet),(A0529:3-(MeO(CH 2 )2-(HNOC))-azet) 1 (A0530:3-(MeO(CH 

2) 3 -(HNOC))-azet),(A0531:3-(mor-OC)-azet),(A0532:3-F 3 C-azet),(A0533:3-F-azet), 

(A0534:3-oxo-azet),(A0535:3-H 2 NO2S-azet) 1 (A0536:3-HO 3 S-azet),(A0537:3-ttrz-az 

et),(A0538:3-HOCH2-azet),(A0539:3-MeOCH2-azet),(A0540:3-HO 2 CCH2-azet), 
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(A0541:3-H 2 NOCCH 2 -azet) ) (A0542:3-(cyano-CH2)-azet),(A0543:3-HO(CH2) 2 -azet), 

(A0544:3-MeO(CH2)2-azet),(A0545:3-HO2C(CH2)2-azet),(A0546:3-H 2 NOC(CH 2 )2-a 

zet),(A0547:3-(cyano-(CH 2 ) 2 )-azet),(A0548:3-HO2CCH2O-azet),(A0549:3-H2NOCC 

H2O-azet),(A0550:2-HO2C-pyrr),(A0551:2-H2NOC-pyrr),(A0552:2-cyano-pyrr),(A05 

53:2-MeHNOC-pyrr),(A0554:2-Me2NOC-pyrr),(A0555:2-(MeO(CH2)2-(HNOC))-pyrr 

),(A0556:2-(MeO(CH2)3-(HNOC))-pyrr),(A0557:2-(mor-OC)-pyrr),(A0558:2-F 3 C-pyr 

r),(A0559:2-oxo-pyrr),(A0560:2-H2NO2S-pyrr),(A0561:2-HO3S-pyrr),(A0562:2-ttrz-p 

yrr),(A0563:2-HOCH 2 -pyrr),(A0564:2-MeOCH 2 -pyrr),(A0565:2-HO 2 CCH 2 -pyrr) I (A0 

566:2-H 2 NOCCH2-pyrr),(A0567:2-(cyano-CH 2 )-pyrr),(A0568:3-HO-pyrr),(A0569:3- 

MeO-pyrr),(A0570:3-HO 2 C-pyrr) l (A0571:3-H2NOC-pyrr),(A0572:3-cyano-pyrr) l (A0 

573:3-MeHNOC-pyrr),(A0574:3-Me2NOC-pyrr),(A0575:3-(MeO(CH2)2-(HNOC))-pyr 

r),(A0576:3-(MeO(CH2)3-(HNOC))-pyrr) I (A0577:3-(mor-OC)-pyrr),(A0578:3-F 3 C-py 

rr) > (A0579:3-F-pyrr),(A0580:3-oxo-pyrr),(A0581:3-H2NO2S-pyrr),(A0582:3-HO 3 S-py 

rr),(A0583:3-ttrz-pyrr) J (A0584:3-HOCH2-pyrr) l (A0585:3-MeOCH 2 -pyrr) I (A0586:3-H 

O 2 CCH2-pyrr) > (A0587:3-H2NOCCH2-pyrr),(A0588:3-(cyano-CH 2 )-pyrr) 1 (A0589:3-H 

O 2 CCH2O-pyrr) l (A0590:3-H2NOCCH2O-pyrr) I (A0591:2-HO2C-pipe),(A0592:2-H 2 N 

OC-pipe),(A0593:2-cyano-pipe),(A0594:2-MeHNOC-pipe),(A0595:2-Me2NOC-pipe 

) I (A0596:2-(MeO(CH 2 ) 2 -(HNOC))-pipe),(A0597:2-(MeO(CH 2 )3-(HNOC))-pipe),(A05 

98:2-(mor-OC)-pipe),(A0599:2-F3C-pipe),(A0600:2-oxo-pipe),(A0601:2-H2NO 2 S-pi 

pe),(A0602:2-HO3S-pipe),(A0603:2-ttrz-pipe),(A0604:2-HOCH2-pipe),(A0605:2-Me 

OCH 2 -pipe) I (A0606:2-HO2CCH 2 -pipe),(A0607:2-H 2 NOCCH 2 -pipe),(A0608:2-(cyan 

o-CH 2 )-pipe),(A0609:2-HO(CH 2 )2-pipe),(A061 0:3-HO-pipe),(A061 1 :3-MeO-pipe),(A 

0612:3-HO2C-pipe),(A0613:3-H 2 NOC-pipe),(A0614:3-cyano-pipe),(A0615:3-MeHN 

OC-pipe),(A061 6:3-Me 2 NOC-pipe),(A061 7:3-(MeO(CH 2 )2-(HNOC))-pipe),(A061 8:3 

-(MeO(CH2) 3 -(HNOC))-pipe),(A0619:3-(mor-OC)-pipe),(A0620:3-F3C-pipe),(A0621 

:3-F-pipe),(A0622:3-oxo-pipe),(A0623:3-H 2 NO2S-pipe),(A0624:3-HO3S-pipe),(A06 

25:3-ttrz-pipe),(A0626:3-HOCH 2 -pipe),(A0627:3-MeOCH2-pipe) ( (A0628:3-HO 2 CC 

H2-pipe) l (A0629:3-H 2 NOCCH2-pipe) ) (A0630:3-(cyano-CH 2 )-pipe) I (A0631:3-HO 2 C 

CH 2 O-pipe),(A0632:3-H 2 NOCCH 2 O-pipe),(A0633:4-HO-pipe),(A0634:4-MeO-pipe) 

I (A0635:4-HO2C-pipe) I (A0636:4-H 2 NOC-pipe) ) (A0637:4-cyano-pipe),(A0638:4-Me 

HNOC-pipe),(A0639:4-Me 2 NOC-pipe),(A0640:4-(MeO(CH 2 )2-(HNOC))-pipe),(A064 

1:4-(MeO(CH2)3-(HNOC))-pipe),(A0642:4-(mor-OC)-pipe),(A0643:4-F3C-pipe),(A0 

644:4-F-pipe),(A0645:4-oxo-pipe),(A0646:4-H 2 NO2S-pipe),(A0647:4-HO3S-pipe) 1 ( 

A0648:4-ttrz-pipe) > (A0649:4-HOCH2-pipe) I (A0650:4-MeOCH 2 -pipe),(A0651:4-HO2 

CCH 2 -pipe),(A0652:4-H2NOCCH2-pipe) > (A0653:4-(cyano-CH 2 )-pipe) ) (A0654:4-HO 

2CCH 2 O-pipe) ) (A0655:4-H2NOCCH 2 O-pipe) I (A0656:2-HO2C-pipa),(A0657:2-H2NO 

C-pipa),(A0658:2-cyano-pipa),(A0659:2-MeHNOC-pipa),(A0660:2-Me 2 NOC-pipa), 
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(A0661:2-(MeO(CH2) 2 -(HNOC))-pipa),(A0662:2-(MeO(CH2)3-(HNOC))-pipa),(A066 

3:2-(mor-OC)-pipa),(A0664:2-F 3 C-pipa),(A0665:2-oxo-pipa) I (A0666:2-H2NO2S-pip 

a) J (A0667:2-HO 3 S-pipa) I (A0668:2-ttrz-pipa) 1 (A0669:2-HOCH2-pipa) l (A0670:2-MeO 

CH 2 -pipa) I (A0671:2-HO2CCH 2 -pipa),(A0672:2-H 2 NOCCH2-pipa) l (A0673:2-(cyano- 

CH 2 )-pipa),(A0674:3-HO2C-pipa) I (A0675:3-H 2 NOC-pipa) I (A0676:3-cyano-pipa),(A 

0677:3-MeHNOC-pipa),(A0678:3-Me2NOC-pipa),(A0679:3-(MeO(CH 2 )2-(HNOC))-p 

ipa),(A0680:3-(MeO(CH2)3-(HNOC))-pipa),(A0681:3-(mor-OC)-pipa),(A0682:3-F 3 C- 

pipa),(A0683:3-oxo-pipa) 1 (A0684:3-H2NO2S-pipa),(A0685:3-HO 3 S-pipa) I (A0686:3-t 

trz-pipa),(A0687:3-HOCH 2 -pipa),(A0688:3-MeOCH2-pipa),(A0689:3-HO2CCH2-pipa 

),(A0690:3-H 2 NOCCH2-pipa),(A0691:3-(cyano-CH2)-pipa) ( (A0692:4-H2NOC-pipa),( 

A0693:4-MeHNOC-pipa),(A0694:4-Me 2 NOC-pipa),(A0695:4-(MeO(CH2)2-(HNOC)) 

-pipa),(A0696:4-(MeO(CH2) 3 -(HNOC))-pipa),(A0697:4-(mor-OC)-pipa),(A0698:4-F 3 

C-pipa) l (A0699:4-H2NO2S-pipa) l (A0700:4-EtO2C-pipa) ) (A0701:4-HO 2 CCH2-pipa),( 

A0702:4-H 2 NOCCH2-pipa) > (A0703:4-(cyano-CH2)-pipa),(A0704:2-HO 2 C-mor) I (A07 

05:2-H 2 NOC-mor),(A0706:2-cyano-mor),(A0707:2-MeHNOC-mor),(A0708:2-Me 2 N 

OC-mor),(A0709:2-(MeO(CH2)2-(HNOC))-mor),(A0710:2-(MeO(CH 2 ) 3 -(HNOC))-mo 

r),(A0711:2-(mor-OC)-mor) > (A0712:2-F 3 C-mor) ) (A0713:2-oxo-mor),(A0714:2-H 2 NO 

2S-mor),(A0715:2-HO 3 S-mor),(A0716:2-ttrz-mor),(A0717:2-HOCH 2 -mor) l (A0718:2- 

MeOCH2-mor),(A0719:2-HO 2 CCH2-mor),(A0720:2-H 2 NOCCH2-mor),(A0721:2-(cya 

no-CH 2 )-mor) 1 (A0722:3-HO2C-mor),(A0723:3-H 2 NOC-mor),(A0724:3-cyano-mor),( 

A0725:3-MeHNOC-mor),(A0726:3-Me 2 NOC-mor),(A0727:3-(MeO(CH2)2-(HNOC))- 

mor),(A0728:3-(MeO(CH2) 3 -(HNOC))-mor),(A0729:3-(mor-OC)-mor),(A0730:3-F 3 C 

-mor),(A0731:3-oxo-mor),(A0732:3-H 2 NO2S-mor),(A0733:3-HO 3 S-mor),(A0734:3-tt 

rz-mor) > (A0735:3-HOCH2-mor),(A0736:3-MeOCH2-mor),(A0737:3-HO 2 CCH2-mor) 1 

(A0738:3-H2NOCCH2-mor),(A0739:3-(cyano-CH2)-mor),(A0740:2-HO 2 C-tmor),(A0 

741:2-H2NOC-tmor),(A0742:2-cyano-tmor),(A0743:2-MeHNOC-tmor),(A0744:2-Me 

2 NOC-tmor) 1 (A0745:2-(MeO(CH 2 )2-(HNOC))-tmor) I (A0746:2-(MeO(CH 2 ) 3 -(HNOC)) 

-tmor),(A0747:2-(mor-OC)-tmor),(A0748:2-F 3 C-tmor),(A0749:2-oxo-tmor),(A0750:2 

-H2NO2S-tmor),(A0751:2-HO 3 S-tmor),(A0752:2-ttrz-tmor),(A0753:2-HOCH2-tmor),( 

A0754:2-MeOCH 2 -tmor),(A0755:2-HO2CCH2-tmor),(A0756:2-H 2 NOCCH2-tmor),(A 

0757:2-(cyano-CH2)-tmor),(A0758:3-HO2C-tmor),(A0759:3-H2NOC-tmor),(A0760:3 

-cyano-tmor) ) (A0761:3-MeHNOC-tmor),(A0762:3-Me 2 NOC-tmor),(A0763:3-(MeO( 

CH 2 )2-(HNOC))-tmor),(A0764:3-(MeO(CH2) 3 -(HNOC))-tmor),(A0765:3-(mor-OC)-t 

mor) I (A0766:3-F 3 C-tmor) I (A0767:3-oxo-tmor),(A0768:3-H2NO 2 S-tmor),(A0769:3-H 

O 3 S-tmor) I (A0770:3-ttrz-tmor),(A0771:3-HOCH 2 -tmor) I (A0772:3-MeOCH2-tmor),(A 

0773:3-HO 2 CCH2-tmor),(A0774:3-H2NOCCH2-tmor),(A0775:3-(cyano-CH2)-tmor),( 

A0776:1-oxido-tmor),(A0777:1,1-dioxido-tmor),(A0778:4-HO-cHex), 
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(A0779:4-MeO-cHex),(A0780:4-HO2C-cHex) I (A0781:4-H 2 NOC-cHex) l (A0782:4-cy 

ano-cHex) ) (A0783:4-MeHNOC-cHex) I (A0784:4-Me 2 NOC-cHex),(A0785:4-(MeO(C 

H2)2-(HNOC))-cHex),(A0786:4-(MeO(CH 2 )3-(HNOC))-cHex),(A0787:4-(mor-OC)-c 

Hex),(A0788:4-F3C-cHex),(A0789:4-F-cHex),(A0790:4-oxo-cHex),(A0791:4-H2NO2 

S-cHex),(A0792:4-HO 3 S-cHex) I (A0793:4-ttrz-cHex) 1 (A0794:4-HOCH2-cHex),(A079 

5:4-MeOCH2-cHex),(A0796:4-HO2CCH2-cHex),(A0797:4-H2NOCCH 2 -cHex),(A079 

8:4-(cyano-CH2)-cHex) > (A0799:4-HO 2 CCH 2 O-cHex),(A0800:4-H 2 NOCCH2O-cHex) 

l (A0801:1-H 2 NOC-piperidin-4-yl) > (A0802:1-MeHNOC-piperidin-4-yl),(A0803:1-Me2 

NOC-piperidin-4-yl),(A0804:1-(MeO(CH2)2-(HNOC))-piperidin-4-yl),(A0805:1-(MeO 

(CH 2 ) 3 -(HNOC))-piperidin-4-yl),(A0806:1-(mor-OC)-piperidin-4-yl),(A0807:1-F3C-pi 

peridin-4-yl),(A0808:1-H 2 NO 2 S-piperidin-4-yl),(A0809:1-EtO 2 C-piperidin-4-yl),(A08 

10:1-HO 2 CCH 2 -piperidin-4-yl),(A0811:1-H 2 NOCCH 2 -piperidin-4-yl),(A0812:1-(cyan 

o-CH2)-piperidin-4-yl),(A0813:2-HO2C-4-HO-pipe),(A0814:2-H2NOC-4-HO-pipe),(A 

0815:2-cyano-4-HO-pipe),(A0816:2-HOCH 2 -4-HO-pipe),(A0817:3-HO-4-HO-pipe),( 

A0818:3-MeO-4-HO-pipe),(A0819:3-HO 2 C-4-HO-pipe),(A0820:3-H2NOC-4-HO-pip 

e),(A0821:3-cyano-4-HO-pipe),(A0822:3-HOCH 2 -4-HO-pipe),(A0823:4-HO-4-HO-p 

ipe),(A0824:4-MeO-4-HO-pipe),(A0825:4-HO 2 C-4-HO-pipe),(A0826:4-H 2 NOC-4-H 

O-pipe),(A0827:4-cyano-4-HO-pipe),(A0828:2-HO 2 C-4-MeO-pipe),(A0829:2-H 2 NO 

C-4-MeO-pipe),(A0830:2-cyano-4-MeO-pipe),(A0831:2-HOCH 2 -4-MeO-pipe),(A08 

32:3-HO-4-MeO-pipe),(A0833:3-MeO-4-MeO-pipe),(A0834:3-HO 2 C-4-MeO-pipe),( 

A0835:3-H 2 NOC-4-MeO-pipe),(A0836:3-cyano-4-MeO-pipe),(A0837:3-HOCH2-4-M 

eO-pipe),(A0838:4-HO-4-MeO-pipe),(A0839:4-MeO-4-MeO-pipe),(A0840:4-HO 2 C- 

4-MeO-pipe),(A0841:4-H 2 NOC-4-MeO-pipe) ) (A0842:4-cyano-4-MeO-pipe) J (A0843: 

2- HO 2 C-4-HO2C-pipe) 1 (A0844:2-H2NOC-4-HO2C-pipe) ) (A0845:2-cyano-4-HO 2 C-pi 
pe),(A0846:2-HOCH2-4-HO 2 C-pipe),(A0847:3-HO-4-HO2C-pipe),(A0848:3-MeO-4- 
HO 2 C-pipe),(A0849:3-HO 2 C-4-HO 2 C-pipe),(A0850:3-H2NOC-4-HO 2 C-pipe),(A0851 
:3-cyano-4-HO2C-pipe),(A0852:3-HOCH 2 -4-HO 2 C-pipe) > (A0853:4-HO-4-HO2C-pip 
e),(A0854:4-MeO-4-HO 2 C-pipe),(A0855:4-HO 2 C-4-HO2C-pipe),(A0856:4-H2NOC-4 
-HO 2 C-pipe),(A0857:4-cyano-4-HO2C-pipe),(A0858:2-HO2C-4-H 2 NOC-pipe),(A085 
9:2-H 2 NOC-4-H 2 NOC-pipe) l (A0860:2-cyano-4-H 2 NOC-pipe) l (A0861:2-HOCH 2 -4-H 
2 NOC-pipe),(A0862:3-HO-4-H2NOC-pipe),(A0863:3-MeO-4-H2NOC-pipe),(A0864: 

3- HO 2 C-4-H2NOC-pipe),(A0865:3-H2NOC-4-H2NOC-pipe),(A0866:3-cyano-4-H2N 
OC-pipe),(A0867:3-HOCH2-4-H 2 NOC-pipe) 1 (A0868:4-HO-4-H 2 NOC-pipe) 1 (A0869: 

4- MeO-4-H 2 NOC-pipe),(A0870:4-HO2C-4-H2NOC-pipe),(A0871:4-H 2 NOC-4-H 2 NO 
C-pipe) 1 (A0872:4-cyano-4-H 2 NOC-pipe) 1 (A0873:2-HO 2 C-4-cyano-pipe) I (A0874:2- 
H 2 NOC-4-cyano-pipe),(A0875:2-cyano-4-cyano-pipe),(A0876:2-HOCH 2 -4-cyano-pi 
pe),(A0877:3-HO-4-cyano-pipe),(A0878:3-MeO-4-cyano-pipe), 



WO 03/062233 

(3t2 6^#) 



WO 03/062233 PCT/JP03/00270 

91 

m.2 6g£) 

(A0879:3-HO 2 C-4-cyano-pipe),(A0880:3-H 2 NOC-4-cyano-pipe),(A0881:3-cyano-4- 

cyano-pipe),(A0882:3-HOCH 2 -4-cyano-pipe),(A0883:4-HO-4-cyano-pipe),(A0884:4 

-MeO-4-cyano-pipe),(A0885:4-HO 2 C-4-cyano-pipe),(A0886:4-H 2 NOC-4-cyano-pip 

e),(A0887:4-cyano-4-cyano-pipe),(A0888:2-HO 2 C-4-(HOCH 2 )-pipe),(A0889:2-H 2 N 

OC-4-(HOCH 2 )-pipe),(A0890:2-cyano-4-(HOCH 2 )-pipe),(A0891:2-HOCH 2 -4-(HOC 

H 2 )-pipe),(A0892:3-HO-4-(HOCH 2 )-pipe),(A0893:3-MeO-4-(HOCH 2 )-pipe),(A0894: 

3- HO 2 C-4-(HOCH 2 )-pipe),(A0895:3-H 2 NO.C-4-(HOCH 2 )-pipe),(A0896:3-cyano-4-(H 
OCH 2 )-pipe),(A0897:3-HOCH 2 -4-(HOCH 2 )-pipe),(A0898:4-HO-4-(HOCH 2 )-pipe),(A 
0899:4-MeO-4-(HOCH 2 )-pipe),(A0900:4-HO 2 C-4-(HOCH 2 )-pipe),(A0901:4-H 2 NOC- 

4- (HOCH 2 )-pipe),(A0902:4-cyano-4-(HOCH 2 )-pipe),(A0903:2-HO 2 C-4-HO-pyrr) I (A 
0904:2-H 2 NOC-4-HO-pyrr),(A0905:2-cyano-4-HO-pyrr),(A0906:2-HOCH 2 -4-HO-py 
rr),(A0907:3-HO-4-HO-pyrr),(A0908:3-MeO-4-HO-pyrr),(A0909:3-HO 2 C-4-HO-pyrr) 
,(A0910:3-H 2 NOC-4-HO-pyrr),(A0911:3-cyano-4-HO-pyrr),(A0912:3-HOCH 2 -4-HO- 
pyrr),(A0913:2-HO 2 C-4-MeO-pyrr),(A0914:2-H 2 NOC-4-MeO-pyrr),(A0915:2-cyano- 
4-MeO-pyrr),(A0916:2-HOCH 2 -4-MeO-pyrr),(A0917:3-HO-4-MeO-pyrr),(A0918:3-M 
eO-4-MeO-pyrr),(A0919:3-HO 2 C-4-MeO-pyrr),(A0920:3-H 2 NOC-4-MeO-pyrr),(A09 
21:3-cyano-4-MeO-pyrr),(A0922:3-HOCH 2 -4-MeO-pyrr),(A0923:2-HO 2 C-4-HO 2 C-p 
yrr),(A0924:2-H 2 NOC-4-HO 2 C-pyrr),(A0925:2-cyano-4-HO 2 C-pyrr) I (A0926:2-HOC 
H 2 -4-HO 2 C-pyrr),(A0927:3-HO-4-HO 2 C-pyrr),(A0928:3-MeO-4-HO 2 C-pyrr),(A0929: 

3- HO 2 C-4-HO 2 C-pyrr),(A0930:3-H2NOC-4-HO 2 C-pyrr),(A0931:3-cyano-4-HO 2 C-py 
rr),(A0932:3-HOCH 2 -4-HO2C-pyrr),(A0933:2-HO 2 C-4-H 2 NOC-pyrr),(A0934:2-H 2 N 
OC-4-H 2 NOC-pyrr),(A0935:2-cyano-4-H 2 NOC-pyrr),(A0936:2-HOCH 2 -4-H 2 NOC-py 
rr),(A0937:3-HO-4-H 2 NOC-pyrr),(A0938:3-MeO-4-H 2 NOC-pyrr),(A0939:3-HO 2 C-4- 
H 2 NOC-pyrr),(A0940:3-H 2 NOC-4-H 2 NOC-pyrr),(A0941:3-cyano-4-H 2 NOC-pyrr),(A 
0942:3-HOCH 2 -4-H 2 NOC-pyrr),(A0943:2-HO 2 C-4-cyano-pyrr),(A0944:2-H 2 NOC-4- 
cyano-pyrr),(A0945:2-cyano-4-cyano-pyrr),(A0946:2-HOCH 2 -4-cyano-pyrr),(A0947 
:3-HO-4-cyano-pyrr),(A0948:3-MeO-4-cyano-pyrr),(A0949:3-HO 2 C-4-cyano-pyrr),( 
A0950:3-H 2 NOC-4-cyano-pyrr),(A0951:3-cyano-4-cyano-pyrr),(A0952:3-HOCH 2 -4- 
cyano-pyrr),(A0953:2-HO 2 C-4-(HOCH 2 )-pyrr),(A0954:2-H 2 NOC-4-(HOCH 2 )-pyrr),( 
A0955:2-cyano-4-(HOCH 2 )-pyrr),(A0956:2-HOCH 2 -4-(HOCH 2 )-pyrr),(A0957:3-HO- 

4- (HOCH 2 )-pyrr),(A0958:3-MeO-4-(HOCH 2 )-pyrr),(A0959:3-HO 2 C-4-(HOCH 2 )-pyrr) 
,(A0960:3-H 2 NOC-4-(HOCH 2 )-pyrr),(A0961:3-cyano-4-(HOCH 2 )-pyrr),(A0962:3-HO 
CH 2 -4-(HOCH 2 )-pyrr),(A0963:2-HO 2 C-3-HO-pyrr),(A0964:2-H 2 NOC-3-HO-pyrr),(A 
0965:2-cyano-3-HO-pyrr),(A0966:2-HOCH 2 -3-HO-pyrr),(A0967:3-HO-3-HO-pyrr),( 
A0968:3-MeO-3-HO-pyrr),(A0969:3-HO 2 C-3-HO-pyrr),(A0970:3-H 2 NOC-3-HO-pyrr 
),(A0971:3-cyano-3-HO-pyrr),(A0972:2-HO 2 C-3-MeO-pyrr) I (A0973:2-H 2 NOC-3-Me 
O-pyrr),(A0974:2-cyano-3-MeO-pyrr),(A0975:2-HOCH 2 -3-MeO-pyrr), 
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(A0976:3-HO-3-MeO-pyrr),(A0977:3-MeO-3-MeO-pyrr),(A0978:3-HO 2 C-3-MeO-pyr 

r) l (A0979:3-H 2 NOC-3-MeO-pyrr) I (A0980:3-cyano-3-MeO-pyrr) ) (A0981:2-HO 2 C-3- 

HO2C-pyrr) 1 (A0982:2-H2NOC-3-HO2C-pyrr) ) (A0983:2-cyano-3-HO 2 C-pyrr),(A0984: 

2-HOCH 2 -3-HO 2 C-pyrr) I (A0985:3-HO-3-HO 2 C-pyrr),(A0986:3-MeO-3-HO 2 C-pyrr),( 

A0987:3-HO 2 C-3-HO 2 C-pyrr),(A0988:3-H 2 NOC-3-HO 2 C-pyrr),(A0989:3-cyano-3-H 

O 2 C-pyrr),(A0990:2-HO 2 C-3-H 2 NOC-pyrr),(A0991:2-H 2 NOC-3-H 2 NOC-pyrr),(A099 

2:2-cyano-3-H 2 NOC-pyrr),(A0993:2-HOCH 2 -3-H 2 NOC-pyrr),(A0994:3-HO-3-H 2 NO 

C-pyrr),(A0995:3-MeO-3-H 2 NOC-pyrr),(A0996:3-HO 2 C-3-H 2 NOC-pyrr),(A0997:3-H 

2 NOC-3-H 2 NOC-pyrr),(A0998:3-cyano-3-H 2 NOC-pyrr),(A0999:2-HO 2 C-3-cyano-pyr 

r),(A1000:2-H 2 NOC-3-cyand-pyrr),(A1001:2-cyano-3-cyano-pyrr),(A1002:2-HOCH 2 

-3-cyano-pyrr),(A1 003:3-HO-3-cyano-pyrr),(A1 004:3-MeO-3-cyano-pyrr),(A1 005:3- 

HO 2 C-3-cyano-pyrr),(A1006:3-H 2 NOC-3-cyano-pyrr),(A1007:3-cyano-3-cyano-pyrr 

),(A1008:2-HO 2 C-3-(HOCH 2 )-pyrr),(A1009:2-H 2 NOC-3-(HOCH 2 )-pyrr),(A1010:2-cy 

ano-3-(HOCH 2 )-pyrr),(A1011:2-HOCH 2 -3-(HOCH 2 )-pyrr),(A1012:3-HO-3-(HOCH 2 )- 

pyrr),(A1013:3-MeO-3-(HOCH 2 )-pyrr),(A1014:3-HO 2 C-3-(HOCH 2 )-pyrr),(A1015:3- 

H 2 NOC-3-(HOCH 2 )-pyrr),(A1016:3-cyano-3-(HOCH 2 )-pyrr),(A1017:8-azaspiro[4.5] 

dec-8-yl),(A1 01 8: 1-oxa-8-azaspiro[4,5]dec-8-yl),(A1 01 9:2'-oxo-(piperidine-4-spiro- 

3 , -pyrrolidine)-1-yl) I (A1020:1'-methyl-2 , -oxo-(piperidine-4-spiro-3 , -pyrrolidine)-1-yl) > 

(A1021:1-phenyl-4-oxo-1 > 3,8-triazaspiro[4.5]dec-8-yl),(A1022:(piperidine-4-spiro-5' 

-hydantoin)-1-yl),(A1 023:(1 ,3-dihydroisobenzofuran-1 -spiro-4'-piperidin)-1 '-yI),(A1 0 

24:3-oxo-(1 ,3-dihydroisobenzofuran-1 -spiro-4'-piperidin)-1 -yl). 



m2 7) 




(No:R N ,R°,R p )= 

(A1025:H,HO,H),(A1026:H,HO-(CH 2 ) 2 -O,H),(A1027:H,HO-(CH 2 ) 3 -O,H),(A1028:H l 4 

-HO-pipe > H),(A1029:H,3-HO-pyrr,H) > (A1030:H,4-HO 2 C-pipe,H) ) (A1031:H,4-(cyano 

)-pipe,H),(A1032:H J 4-Ac-pipa,H) I (A1033:H I 3-oxo-pipa,H),(A1034:F > HO,H) ) (A1035: 

F,HO-(CH 2 ) 2 -O l H) I (A1036:F l HO-(CH 2 )3-O,H),(A1037:F I 4-HO-pipe I H) I (A1038:F ) 3-H 

O-pyrr I H),(A1039:F,4-HO 2 C-pipe,H),(A1040:F,4-(cyano)-pipe l H) > (A1041:F l 4-Ac-pip 

a,H),(A1042:F,3-oxo-pipa,H),(A1043:F I HO,F),(A1044:F l HO-(CH 2 ) 2 -O I F),(A1045:F ) H 

O-(CH 2 ) 3 -O I F),(A1046:F,4-HO-pipe,F) l (A1047:F l 3-HO-pyrr,F), 
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(A1048:F l 4-HO 2 C-pipe ) F) ) (A1049:F,4-(cyano)-pipe,F) l (A1050:F,4-Ac-pipa ) F),(A105 

1:F I 3-oxo-pipa l F) l (A1052:F > HO,CI) l (A1053:F,HO-(CH 2 )2-O,CI),(A1054:F,HO-(CH 2 ) 3 - 

0,CI),(A1 055:F,4-HO-pipe,CI),(A1 OSSrF.S-HO-pyrr.CO^AI 057:F,4-HO 2 C-pipe,CI),(A 

lOSSiF^-CcyanoJ-pipe.COXAIOSQiF^-Ac-pipa.CO.CAIOeOiF.S-oxo-pipa.COXAIOei: 

F,HO I Br),(A1062:F,HO-(CH 2 )2-O,Br),(A1063:F l HO-(CH 2 ) 3 -O l Br),(A1064:F I 4-HO-pip 

e.BOXAIOeSiF.S-HO-pyrr.BO.CAIOeSiF^-HO^-pipe.BOXAIOeyiF^KcyanoJ-pipe.B 

r),(A1068:F,4-Ac-pipa,Br),(A1069:F ) 3-oxo-pipa,Br) ) (A1070:F l HO l Me),(A1071:F l HO- 

(CH 2 ) 2 -O,Me) l (A1072:F,HO-(CH 2 ) 3 -O I Me) I (A1073:F I 4-HO-pipe,Me),(A1074:F,3-HO 

-pyrr I Me),(A1075:F,4-HO 2 C-pipe,Me),(A1076:F,4-(cyano)-pipe,Me) I (A1077:F,4-Ac- 

pipa,Me) ) (A1078:F,3-oxo-pipa I Me) I (A1079:F,HO ) HO) l (A1080:F ) HO-(CH 2 ) 2 -O,HO),( 

AlOSIiF.HO-CCH^-O.HOJXAIOSaiF^-HO-pipe.HOJ.CAIOSSiF.S-HO-pyrr.HOJ^AlO 

84:F I 4-HO 2 C-pipe,HO) l (A1085:F,4-(cyano)-pipe,HO),(A1086:F l 4-Ac-pipa,HO) ) (A10 

87:F,3-oxo-pipa,HO),(A1088:F,HO I MeO) ) (A1089:F,HO-(CH 2 ) 2 -O ) MeO),(A1090:F l H 

O-(CH 2 ) 3 -O,MeO) I (A1091:F,4-HO-pipe > MeO),(A1092:F I 3-HO-pyrr I MeO),(A1093:F,4 

-H0 2 C-pipe,MeO),(A1 094:F,4-(cyano)-pipe,MeO),(A1 095:F,4-Ac-pipa,MeO),(A1 09 

6:F > 3-oxo-pipa,MeO),(A1097:CI,HO,CI),(A1098:CI I HO-(CH 2 ) 2 -O,CI) I (A1099:CI,HO- 

(CH 2 ) 3 -O,CI),(A1100:CI,4-HO-pipe,CI),(A1101:Ci,3-HO-pyrr,CI),(A1102:CI I 4-HO 2 C- 

pipe,CI) I (A1103:CI,4-(cyano)-pipe > CI),(A1104:CI,4-Ac-pipa,CI) > (A1105:CI,3-oxo-pip 

a ) CI) l (A1106:CI,HO,Br) > (A1107:CI,HO-(CH 2 ) 2 -O > Br),(A1108:CI,HO-(CH 2 ) 3 -O,Br),(A1 

lOgiCI^-HO-pipe.BOXAIHOrCI.S-HO-pyrr.BOXAIIHtCI^-HOzC-pipe.BOXAII^: 

Cl^cyanoJ-pipe.B^^AIIISrCI^-Ac-pipa.BOXAII^iCI.S-oxo-pipa.BO.CAIHSiCI, 

HO.MeJXAIIieiCI.HO-CCH^-O.MeJ^AH^-.CI.HO^CH^-O.MeJXAIHSiCI^-HO- 

pipe,Me),(A1 1 1 9:CI,3-HO-pyrr,Me),(A1 1 20:CI,4-HO 2 C-pipe,Me),(A1 121 :CI,4-(cyano 

)-pipe I Me) > (A1122:CI,4-Ac-pipa,Me),(A1123:CI,3-oxo-pipa,Me) ( (A1124:CI,HO,HO),( 

A1125:CI I HO-(CH 2 ) 2 -0,HO) l (A1126:CI,HO-(CH 2 ) 3 -O l HO),(A1127:CI I 4-HO-pipe l HO 

) ) (A1128:CI,3-HO-pyrr ) HO),(A1129:CI,4-HO 2 C-pipe,HO),(A1130:CI,4-(cyano)-pipe, 

HO) > (A1131:CI,4-Ac-pipa,HO),(A1132:CI,3-oxo-pipa,HO),(A1133:CI I HO ) MeO),(A11 

34:CI,HO-(CH 2 ) 2 -O l MeO) I (A1135:CI,HO-(CH 2 )3-0,MeO),(A1136:CI,4-HO-pipe,MeO 

),(A1137:CI,3-HO-pyrr ) MeO),(A1138:CI,4-H0 2 C-pipe l MeO),(A1139:CI,4-(cyano)-pip 

e,MeO),(A1140:CI,4-Ac-pipa l MeO),(A1141:CI,3-oxo-pipa,MeO),(A1142:Br,HO,H) l ( 

A1143:Br,HO-(CH 2 ) 2 -0,H),(A1144:Br,HO-(CH 2 ) 3 -0,H) I (A1145:Br,4-HO-pipe,H),(A1 

146:Br l 3-HO-pyrr ) H),(A1147:Br,4-H0 2 C-pipe J H),(A1148:Br,4-(cyano)-pipe ) H),(A114 

9:Br ) 4-Ac-pipa,H),(A1150:Br,3-oxo-pipa ) H) l (A1151:Me,HO,H),(A1152:Me > HO-(CH 2 ) 

2 -O l H),(A1153:Me I HO-(CH2) 3 -0 I H),(A1154:Me I 4-HO-pipe,H),(A1155:Me,3-HO-pyrr 

,H) ) (A1156:Me,4-H02C-pipe,H),(A1157:Me,4-(cyano)-pipe,H),(A1158:Me,4-Ac-pipa 

'HJXAHSgrMe.S-oxo-pipa.HJXAHeO-.HO.HO.^XAIieitHO.HO-CCHzh-O.HJXAlie 

2:HO,HO-(CH 2 )3-0,H),(A1163:HO,4-HO-pipe,H),(A1164:HO,3-HO-pyrr,H), 
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(AlieSrHO^-HOaC-pipe.HJXAIieeiHO^-Ccyano^pipe.HJXAIieyiHO^-Ac-pipa.H) 

.(AlieSiHO.S-oxo-pipa.HJ^AHeSiMeO.HO.HJ.CAHyOiMeCHO^CHzJa-O.HJ.CAU? 

1:MeO,HO-(CH2)3-O l H),(A1172:MeO,4-HO-pipe,H),(A1173:MeO,3-HO-pyrr l H),(A1 

174:MeO,4-H02C-pipe l H),(A1175:MeO,4-(cyano)-pipe l H) l (A1176:MeO,4-Ac-pipa ) 

H),(A1177:MeO,3-oxo-pipa l H),(A1178:H,H,HO),(A1179:H,H,HO-(CH 2 )2-O) l (A1180: 

H,H,HO-(CH2)3-0),(A1181:H l H,4-HO-pipe),(A1182:H,H,3-HO-pyrr),(A1183:H,H,4-H 

02C-pipe) I (A1184:H,H,4-(cyano)-pipe),(A1185:H,H,4-Ac-pipa),(A1186:H > H,3-oxo-pi 

pa) I (A1187:F,H,HO) t (A1188:F ) H ) HO-(CH2)2-O),(A1189:F,H 1 HO-(CH 2 )3-O),(A1190:F I 

H,4-HO-pipe),(A1191:F,H,3-HO-pyrr),(A1192:F,H J 4-H02C-pipe) I (A1193:F,H I 4-(cyan 

o)-pipe),(A1194:F I H l 4-Ac-pipa),(A1195:F,H,3-oxo-pipa),(A1196:CI I H I HO),(A1197:CI 

l H > HO-(CH2)2-O),(A1198:CI > H I HO-(CH 2 ) 3 -O),(A1199:CI,H,4-HO-pipe),(A1200:Cl l H l 

3-HO-pyrr),(A1201:CI,H,4-HO2C-pipe),(A1202:CI,H,4-(cyano)-pipe),(A1203:CI,H,4- 

Ac-pipa),(A1204:CI,H I 3-oxo-pipa) ( (A1205:Br,H I HO) ( (A1206:Br,H,HO-(CH 2 )2-O),(A1 

207;Br,H,HO-(CH2)3-O),(A1208:Br,H,4-HO-pipe) ) (A1209:Br l H,3-HO-pyrr) > (A1210:B 

r.HAHOzC-pipeJ^A^HiBr.H^cyanoJ-pipeJXA^^iBr.H^-Ac-pipaJ^A^ISrBr.H 

,3-oxo-pipa) I (A1214:Me l H,HO) l (A1215:Me,H,HO-(CH 2 )2-0),(A1216:Me,H > HO-(CH2 

)3.0) l (A1217:Me l H,4-HO-pipe),(A1218:Me,H l 3-HO-pyrr) > (A1219:Me,H,4-H0 2 C-pip 

e),(A1220:Me,H,4-(cyano)-pipe),(A1221:Me,H,4-Ac-pipa) l (A1222:Me,H I 3-oxo-pipa) 

> (A1223:HO,H I HO) > (A1224:HO I H,HO-(CH 2 )2-0) ) (A1225:HO,H,HO-(CH2)3-0),(A12 

26:HO ) H,4-HO-pipe),(A1227:HO ) H,3-HO-pyrr) l (A1228:HO,H I 4-H02C-pipe) ) (A1229 

:HO ) H I 4-(cyano)-pipe) ) (A1230:HO,H,4-Ac-pipa),(A1231:HO,H,3-oxo-pipa),(A1232: 

MeO,H,HO),(A1233:MeO,H,HO-(CH2) 2 -0),(A1234:MeO,H ( HO-(CH 2 )3-0),(A1235:M 

eO,H l 4-HO-pipe),(A1236:MeO,H l 3-HO-pyrr) l (A1237:MeO,H,4-H0 2 C-pipe),(A1238: 

MeO,H,4-(cyano)-pipe),(A1239.MeO,H,4-Ac-pipa),(A1240:MeO,H,3-oxo-pipa). 
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(*2 8) 




(No:R Q ,R R )= 

(A1241:H,HO) I (A1242:H > HO-(CH 2 )2-0),(A1243:H l HO-(CH2)3-0),(A1244:H I 4-HO-pi 

pe),(A1245:H > 3-HO-pyrr) l (A1246:H,4-H0 2 C-pipe) ) (A1247:H,4-(cyano)-pipe),(A124 

8:H I 4-Ac-pipa) ) (A1249:H I 3-oxo-pipa),(A1250:F > HO),(A1251:F,HO-(CH 2 )2-O),(A125 

2:F,HO-(CH2)3-0) > (A1253:F l 4-HO-pipe),(A1254:F ) 3-HO-pyrr),(A1255:F,4-H0 2 C-pip 

eJ^A^SSiF^-CcyanoJ-pipeJ^A^SyiF^-Ac-pipaJ^A^SSiF.S-oxo-pipaJ^A^SQiBr, 

HO),(A1260:Br,HO-(CH2)2-O),(A1261:Br,HO-(CH 2 )3-O),(A1262:Br,4-HO-pipe),(A12 

63:Br,3-HO-pyrr) > (A1264:Br I 4-H0 2 C-pipe),(A1265:Br,4-(cyano)-pipe),(A1266:Br l 4- 

Ac-pipaJ^A^eyrBr.S-oxo-pipaJ.CA^eSiMe.HOJ^A^SQrMe.HO-CCH^-OJXA^yO: 

Me ) HO-(CH2) 3 -0),(A1271:Me I 4-HO-pipe),(A1272:Me,3-HO-pyrr),(A1273:Me I 4-H02 

C-pipe),(A1274:Me,4-(cyano)-pipe),(A1275:Me I 4-Ac-pipa),(A1276:Me > 3-oxo-pipa),( 

A1277:HO,HO),(A1278:HO,HO-(CH2)2-O);(A1279:HO,HO-(CH2)3-O),(A1280:HO,4- 

HO-pipe),(A1281:HO,3-HO-pyrr),(A1282:HO,4-H02C-pipe),(A1283:HO,4-(cyano)-p 

ipe),(A1284:HO ) 4-Ac-pipa),(A1285:HO,3-oxo-pipa),(A1286:MeO,HO),(A1287:MeO 

, HO-(CH 2 ) 2 -0),(A1 288:MeO, HO-(CH 2 ) 3 -0), (A1 289:MeO,4-HO-pipe),(A1 290:MeO, 

3- HO-pyrr),(A1291:MeO,4-H02C-pipe),(A1292:MeO,4-(cyano)-pipe),(A1293:MeO, 

4- Ac-pipa),(A1294:MeO,3-oxo-pipa),(A1295:HO I H),(A1296:HO-(CH 2 )2-0,H) > (A129 
7:HO-(CH 2 )3-O,H),(A1298:4-HO-pipe,H),(A1299:3-HO-pyrr,H),(A1300:4-HO2C-pip 
e,H),(A1301:4-(cyano)-pipe,H),(A1302:4-Ac-pipa,H),(A1303:3-oxo-pipa,H). 
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(No:R s ,R T )= 

(A1304:H I H),(A1305:H l HO-(CH2)2-O) l (A1306:H,HO-(CH 2 )3-O),(A1307:H ( 4-HO-pip 
e),(A1 308:H,3-HO-pyrr),(A1 309:H,4-HO 2 C-pipe),(A1 31 0:H,4-(cyano)-pipe),(A1 31 1 : 
H,4-Ac-pipa),(A1312:H,3-oxo-pipa),(A1313:CI,HO-(CH2)2-0),(A1314:CI,HO-(CH 2 )3- 
0),(A1 315:CI,4-HO-pipe),(A1 316:CI,3-HO-pyrr),(A1 31 7:CI,4-H0 2 C-pipe),(A1 31 8:CI 
,4-(cyano)-pipe) ) (A1319:Cl l 4-Ac-pipa) I (A1320:CI,3-oxo-pipa),(A1321:Me,HO-(CH 2 ) 
2 -0),(A1322:Me,HO-(CH 2 ) 3 -0) ) (A1323:Me,4-HO-pipe),(A1324:Me > 3-HO-pyrr) l (A13 
25:Me,4-H0 2 C-pipe),(A1 326:Me,4-(cyano)-pipe),(A1 327:Me,4-Ac-pipa),(A1 328:Me 
,3-oxo-pipa),(A1329:MeO ) HO-(CH 2 ) 2 -O),(A1330:MeO l HO-(CH 2 ) 3 -O) l (A1331:MeO, 
4-HO-pipe) ) (A1332:MeO,3-HO-pyrr) I (A1333:MeO,4-H0 2 C-pipe),(A1334:MeO,4-(cy 
ano)-pipe),(A1335:MeO,4-Ac-pipa),(A1336:MeO,3-oxo-pipa). 

(&3 0) 




(No.R AA ,R BB )= 

(A1337:H,HO) I (A1338:H ) HO-(CH 2 ) 2 -O),(A1339:H l HO-(CH 2 ) 3 -O) I (A1340:H ) 4-HO-pi 

pe),(A1341:H I 3-HO-pyrr),(A1342:H I 4-H0 2 C-pipe),(A1343:H,4-(cyano)-pipe) I (A134 

4:H,4-Ac-pipa),(A1 345:H,3-oxo-pipa),(A1 346:F,HO),(A1 347:F,HO-(CH 2 ) 2 -0),(A1 34 

8:F,HO-(CH 2 ) 3 -O),(A1349:F l 4-HO-pipe),(A1350:F ) 3-HO-pyrr),(A1351:F ) 4-HO 2 C-pip 

e),(A1352:F l 4-(cyano)-pipe) I (A1353:F,4-Ac-pipa),(A1354:F,3-oxo-pipa),(A1355:CI, 

HOJ.CAISSeiCI.HO-CCHzh-OJ.CAISSTiCI.HO-CCH^s-OJXAISSSiCIAHO-pipeJ.CAIS 

59:CI I 3-HO-pyrr),(A1360:CI,4-HO 2 C-pipe),(A1361:CI,4-(cyano)-pipe),(A1362:CI,4- 

Ac-pipa),(A1363:Cl l 3-oxo-pipa),(A1364:Br,HO) > (A1365:Br,HO-(CH 2 ) 2 -0),(A1366:Br 

> HO-(CH 2 )3-0),(A1367:Br,4-HO-pipe),(A1368:Br,3-HO-pyrr) l (A1369:Br l 4-H0 2 C-pip 

e),(A1 370:Br,4-(cyano)-pipe),(A1 371 :Br,4-Ac-pipa),(A1 372:Br,3-oxo-pipa), 
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(A1373:Me,HO) I (A1374:Me,HO-(CH2)2-0) l (A1375:Me I HO-(CH 2 )3-0) I (A1376:Me,4- 

HO-pipe),(A1377:Me,3-HO-pyrr) ) (A1378:Me,4-H0 2 C-pipe) ) (A1379:Me,4-(cyano)-pi 

pe),(A1380:Me,4-Ac-pipa),(A1381:Me t 3-oxo-pipa),(A1382:HO l HO),(A1383:HO,HO 

-(CH 2 ) 2 -0),(A1384:HO,HO-(CH2)3-0),(A1385:HO I 4-HO-pipe),(A1386:HO I 3-HO-pyr 

r) I (A1387:HO,4-H0 2 C-pipe) I (A1388:HO,4-(cyano)-pipe),(A1389:HO,4-Ac-pipa),(A1 

390:HO,3-oxo-pipa),(A1 391 :MeO,HO),(A1 392:MeO,HO-(CH 2 ) 2 -0),(A1 393:MeO,H 

0-(CH 2 ) 3 -0),(A1394:MeO,4-HO-pipe) l (A1395:MeO,3-HO-pyrr) I (A1396:MeO,4-H0 2 

C-pipe),(A1397:MeO,4-(cyano)-pipe),(A1398:MeO,4-Ac-pipa),(A1399:MeO,3-oxo- 

pipa). 



(No:R cc ,R DD )= 

(A^OOiHzN.HOJ^A^OItHzN.HO^CH^-OJXA^OarH^.HO^CH^a^.tAMOSrHz 

N,4-HO-pipe) ) (A1404:H 2 N,3-HO-pyrr),(A1405:H 2 N ) 4-HO2C-pipe) I (A1406:H2N,4-(c 

yano)-pipe) ) (A1407:H 2 N,4-Ac-pipa),(A1408:H 2 N I 3-oxo-pipa) I (A1409:MeHN,HO),(A 

UIOrMeHN.HO-tCH^a-OJ.CAMHrMeHN.HO^CH^-OJ.CA^iaiMeHN^-HO-pipe) 

.(AMISiMeHN.S-HO-pyrO^AU^rMeHN^-HO^-pipeJXAMISiMeHN^^cyanoJ-p 

ipe),(A1416:MeHN l 4-Ac-pipa) I (A1417:MeHN,3-oxo-pipa) > (A1418:HO,HO),(A1419: 

HO,HO-(CH 2 ) 2 -O) ) (A1420:HO l HO-(CH 2 ) 3 -O),(A1421:HO,4-HO-pipe),(A1422:HO,3- 

HO-pyrr),(A1423:HO l 4-H0 2 C-pipe),(A1424:HO,4-(cyano)-pipe),(A1425:HO,4-Ac-pi 

pa),(A1426:HO l 3-oxo-pipa) l (A1427:MeO,HO),(A1428:MeO,HO-(CH 2 ) 2 -0) l (A1429: 

MeO > HO-(CH 2 ) 3 -O) ) (A1430:MeO ) 4-HO-pipe),(A1431:MeO,3-HO-pyrr) I (A1432:Me 

0,4-H0 2 C-pipe),(A1433:MeO,4-(cyano)-pipe),(A1434:MeO,4-Ac-pipa),(A1435:Me 

0 ) 3-oxo-pipa),(A1436:CI,HO) l (A1437:CI ) HO-(CH2) 2 -0),(A1438:CI ) HO-(CH 2 )3-0),(A 

1439:CI,4-HO-pipe),(A1440:CI,3-HO-pyrr) ) (A1441:CI,4-HO 2 C-pipe) I (A1442:CI I 4-(c 

yano)-pipe),(A1443:Cl,4-Ac-pipa),(A1444:CI,3-oxo-pipa). 
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(*3 2) 




(No:R EE ,R FF )= 

(A1445:H l HO-(CH2)2),(A1446:H l HO-(CH 2 )3),(A1447:F > HO-(CH 2 ) 2 ),(A1448:F ) HO-(C 
H2)3) > (A1449:CI,HO-(CH2)2>,(A1450:CI ) HO-(CH 2 ) 3 ),(A1451:Me,HO-(CH 2 ) 2 ),(A1452: 
Me,HO-(CH2)3),(A1453:HO,HO-(CH 2 )2),(A1454:HO,HO-(CH2)3).(A1455:MeO,HO-( 
CH 2 ) 2 ),(A1456:MeO,HO-(CH 2 ) 3 ). 



(£3 3) 




(No:R GG )= 

(A1457:5-F-2-The),(A1458:5-CI-2-The),(A1459:5-Br-2-The),(A1460:5-Me-2-The) ) ( 

A1461:5-F 3 C-2-The),(A1462:4-F-2-The),(A1463:4-CI-2-The) l (A1464:4-Br-2-The),( 

A1465:4-Me-2-The),(A1466:4-F 3 C-2-The),(A1467:4-F-5-CI-2-The) > (A1468:4 l 5-diCl- 

2-The),(A1469:4-Br-5-CI-2-The),(A1470:4-Me-5-CI-2-The),(A1471:4-F3C-5-CI-2-Th 

e),(A1472:4-F-Ph),(A1473:4-CI-Ph),(A1474:4-Br-Ph),(A1475:4-Me-Ph),(A1476:4-F 

3 C-Ph),(A1477:3-F-Ph),(A1478:3-CI-Ph) J (A1479:3-Br-Ph) ) (A1480:3-Me-Ph),(A1481 

:3-F 3 C-Ph) I (A1482:2-F-Ph),(A1483:2-CI-Ph),(A1484:2-Br-Ph),(A1485:2-Me-Ph),(A 

1486:2-F 3 C-Ph),(A1487:3,4-diF-Ph),(A1488:3-CI-4-F-Ph),(A1489:3-Br-4-F-Ph) ) (A1 

490:3-Me-4-F-Ph),(A1491:3-F 3 C-4-F-Ph) J (A1492:5-Me-2-Py),(A1493:6-Me-3-Py),( 

A1494:4-Py)XA1495:2-pyrimidinyl) ) (A1496:2-Me-4-pyrimidinyl),(A1497:2-Me-5-pyri 

midinyl),(A1498:4-pyridazinyl),(A1499:6-Me-3-pyridazinyl),(A1500:5-Me-2-pyraziny 

l),(A1501 :4-Me-2-Fur),(A1 502:1-Me-3-pyrrolyl),(A1 503:4-Me-2-thiazolyl),(A1 504:4- 

CI-2-thiazolyl),(A1505:4-F 3 C-2-thiazolyl),(A1506:5-Me-2-thiazolyl),(A1507:2-Me-5-t 

hiazolyl),(A1 508:5-Me-2-oxazolyl),(A1 509:2-Me-5-oxazolyl),(A1 51 0:4-Me-2-imidaz 

olyl)XA1511:2-Me-4-imidazolyl)XA1512:1-Me-4-imidazolyl),(A1513:5-Me-3-isothiaz 

olyl), (A1 514:3-Me-5-isothiazoly)),(A1 51 5:5-Me-3-isoxazolyl), 
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(A1516:3-Me-5-isoxazolyl),(A1517:5-Me-3-pyrazo!y)),(A1518:1-Me-4-pyrazolyl),(A1 
519:1-Me-3-pyrazolyl),(A1 520:5-Me-1 ,3,4-thiadiazol-2-y!),(A1 521:5-Me-1 ,3,4-oxadi 
azol-2-y))XA1522:5-Me-1 I 2,4-triazol-3-yl),(A1523:1-Me-1,2,4-tr)azol-3-yl),(A1524 
Me-1,2,44hiadiazol-3-yl) I (A1525:3-Me-1,2,4-thiadiazol-5-yl),(A1526:5-Me-1,2,4-ox 
adiazo)-3-yl),(A1527:3-Me-1,2,4-oxadiazo»-5-yl),(A1528:1-Me-1,2,3-triazol-4-yl). 
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1. 5fc (I) -C^^ttS 2-T^T$/-^T^^V«5»#X»»0*ai5^«Jl!:f|F 

« ! V s 



Y>H, 



o 



(I) 



o % R 2 3ST1B5£ (II) t^§n5S^5il ;<S«RT/V^K -CO-WT/V 
-COO-tt7/>^;K -oh, -o-4BR77i"*vK ^O-^ftttTA^AAtf/NU 

R 2 :S (II)^(III) (IV) 

(CR 22 R 23 )m >N X r25 /N x V N \ 

(II) (III) (IV) 

n : 1~3 ©SEtSfc, 
m : 1~3 (DW&o 
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X:(X S, N-R 2< \ C(-R 27 )-R 28 -e^£*t5&> 

* < 1 1>— C-R 29 &5rt-.)o 
R 2< \ R 2 \ R 2 \ R 23 . R 2< \ R 27 > R 28 > R 29 : R-Xtt**o"Cs -H ; -OH ; -0-«T 

i v ^ar/vy-A- ; o& $ fox v ^-c % j: v ^mr^* y 7*^ ; -COOH ; -COO- 
«7;^;v ; -cocMMTA-y =-a- ; -coo-M^T/i^ vy-7 y -/v ; -coo- 
iiT/V^l/y-ff^Tol ; /MJ^ -OH, -0-«7;V^/HB-0-7 

R 2 \ R 25 : IH — Xft^ftot, -H, It&SfrTV^Ttj ivMSSfcTVl^K 

T V J: V * T A=*r/K * tlX V *t «t V ^&&t&^T P 31. ] ] 



R'^5 i o75S3 o<7?^t3y>*T?iS**ixfe7*=^Xtt^-^ (yNP^V 
^ 2 olft 3 of^fSi^, |B— ©/May VCt> J t^*bJI 3 &»^ B ^>' 
-CfciV^) -Cfct) ;R 2 ^ff^©fHiai|B«c©^ (I I) ■e/T^WStfe!), 
n^2tfct),m^2 T*fc 9 ,X # N-R 26 Xte C(-R 27 )-R 28 7?* ZtlZmXtb <0 ; 
Ar 1 aS^Jh/^ftftife&frW-Cfc <fcV^^=VKKtet°y ^VT?fc5»*©«S 

c-Mpi y KT?*>*»*gi i x»f**^ 2iB^(DEM>a^= 
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5. 5fc (V) T^£*b£ l-ri/sVT^S^T^-^mmfcXlttvmM^t&im 



Ax 2 : fft*<£$&a 1 IBtt© Ar 1 <§. U ^ V K— /V-2--f /V$r» < . 

R 4 : it^tgffli!Btt©R 2 -C^£*L5So ^ (IV) T?a*&*L<52£4M&< .] 

6. At 2 ^^tb^ettg^^n-cv^r^ j:v>:7ai~/Km^^«^ngt-?& 

7. R 3 ^^^tbfim$^•rV^-C 1 ^J<}:V^7^n;^X«^-^■Cfc9^ R 4 #|» * 

<D*Sffl 1 lEi£(D5£ (II) T^^ttsas-^&Os A^^^^am^T^ 

8 . n tfi 2 -Cfc <9 N m # 2 T?£> *> , X ^ N-R 26 3m C(-R 27 )-R 28 TT&ZtlZ 

9. R 3 loM3o©Aoy vegglr^ttfc^ai^VXft^^i^ A* (AP^y 

10. r 4 ^ s 4-(t°^y v J v-i--ryv)t o -<y ^-W/k 4-7*0 tvwt^y s^-w/k 




(V) 



o 
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11. Ar 2 # % 2 tSt; 6 t) , 3 -F> -CI Xte-Br X*m&£1n 
T*39, -ClXtt-Br-TfS&^ftTSStK 4#r^«m£tvTV^:7:= 

£*IT*5^ 6 {4^ft^$tuTV^ t°y A* ; T*>5W*0<6IB 1 0 

12. Ar 2 ^, . 0 -R\ -NH-R Y > WSJl/C^T* <fcVM^ P v^-l-f /V^Stfe.* 
tbt v ^x h £ v > v^-l-f b ft J: 9 $ ^SSt? 4 &tfs«& 

$ntl/^7x^V ; &SV>(* % -0-R\ -NH-R Y , S^^T^"^ J:VM:° 
^ y ^ V-W yv^.T>** ^ * tbT V ^ T £ V n t"^ 7 I'-W A>1)* h ft 5 P <£ 

1 l&M<Dik&Wo ww-C, R Y <tfi> -OH, -0-|StT/>^/K loX«2o 

i oxra 2 o(D{g^T^^/v-efi^ $ fix v >r t> «t v ^/w^>r /k s/r / > 

$ tt 5 1 Jio36*eilift * tit V >T t J; V MS^T^^-yv^^-r o 

1 3 . ft #tf>«6IB 5 7bm 1 2 wiVt* a K:|B<l©'fb'fr*© 5 
N-[4-(4-^ P n ft7x ^)-5-(4-iX^ P ^ ^ iX/V t:°^ ^ v'^-l-f /V)^T 

;l,.2-^/V]-3-7^^-n-4-t Ko^^X75 H\ 
3.^ ez p_N-[4-(4-^ o P f*7*y.W^>5-{4-i/^ n^dr^/Vt^y i^-l-f ^) 

yV-2-Y 7V]-4-(2- 1 Kd ^iX^i h ^^VX7 5 b\ 
N-[4-(4-^ n n J-*7 * jV)-5-(4-7 n fcW fc°^ y i/—A--2--T >V\-1-* 
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N-[4-(4-i> T3 p ft7i ;l^)-5-(4-^^ P^^^yl^^ v^-W /V-)^T 

3.^ p P -N-[4-(4-^ nnft7x ^-2-^ /V)-5-(4-7 P o f;Vt°^7 v ? V-l--| > A-)^T 
y — ,V-2-^ ;V]-4-(2- 1 Ko^r h ^ ^^XT 5 h\ 

u p-N-[4-(4-^ o n ^-^-7^ V-2-f ^)-5-(4-V^ P^=^->vVt^7 v^-l-^/V) 

5-^ p n-N-[4-(4-^ npft7xy-2-^;V)-5-(4-^^ P^^r v^Vfc'^y /V) 

f7^- /U-2--f^]-6-[(3-t KD^o^T^/l^afyT^ h\ 
1.(3-^ p cj_5.-{[4-(4.^ nnf^-7iy-2^;V>5-(4-^^ P^^i/;W^7i ? y-l-'(' 

1.(3-^ a p _5-{[4-(4-/? a a ^^-^ zc i/-2--r /V)-5-(4-:7°p tVl^ v^-l-f /V)^ 

T y — /V}-2- 1° U ^/V) fc°^ U i^-4-# 
N-[4-(4-^ PPft7xy-2^/V>M4-V^ n ^y-i-^ 7 y- 

,W2--f ^]-4-(4-^T / fc 9 ^ y 5? 7 )-3,5--^7/V^- P yX7 ^ K, 
\-(2-? P p-4-{[4-(4-^ npf^7iy-2-'{;V>5-(4-i'^ TJ-^^is/U]?**.? 

1.(2-^ p p-4-{[4-(4-^ npft7iy-2-^^)-5-(4-i/^ a^^^/Utf^7 ^^-W 
/v)f7/-/v-2->{;v]*^ ; e'f^}-()-7/vtP 7x^)t°^!) s*v-4-;* /V/K 

1.(2-^ p p-4-{[4-(4-^ n p 31 ^-2-^f /P)-5-(4-^n t°/^t°^7 ^^-l-Y^)^ 

Xy~/W2-^/V]7JyW^^^/V}7rn— ^^-4-7^/^^rf-5: K> 
5.^7 p p_N-[4-(4-i7 PPft7xy-M;V)-5-(4-i'^ P^^v'^t°^7^7-l--l' /V) 

1_(3_^ p p-S-fl^-^-f^ p^^i/;Vt°^<^i^>'-l-Y7V)-4-(4-7>'l/^-P ~7=.~}Vy?-7 
1.(3-^ p p-5_{[5-(4-^^ p^df v^fc 0 ^7 V'-l-'l' ^)-4-(3- b y ^ 5vV 
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5-^ n a -N-[4-(4-^ n n =f-$ry /V)-5-(4--> £ n ^^->/l^t 0 ^7 v^-W /l/) 

5=-T 3/~/U-2->f ;V-]-6-{4-[(2-^ h ^ i/ac^/V)^; /W*=&-f /V] tV< !)^/}^3fy 
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